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(57) Abstract: Intracellular calcium concentration increase inhibitors containing 
as the active ingredient boron compounds represented by the following general 
formula (I) (wherein each symbol is as defined in the description): (I) Because 
of inhibiting an increase in the intracellular calcium concentration, the compounds 
represented by the general formula (I) are useful as preventives and/or remedies for 
platelet aggregation, ischemic diseases in the heart or brain, immune deficiency, 
allergic diseases, bronchial asthma, hypertension, cerebrovascular jerk, various re- 
nal diseases, pancreatitis, Alzheimer' s disease and so on. 
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5 »t 

£bfcf¥L< (i) -JRS (i) 

R 1 




(I) 



(2) (1) (3-^pn-4-^Wx^/v) {A-^yV'/vir-Zri/^J- 

(2) (2-^W5 Jio jvi$.^>vy 7x=/^^i, 

(3) (4-^PP7x^) (4 -^y^t^v^^f ^7i^) ^!7^. 
15 ( 4 ) (4_ ; ?pq7 I r:yV) (4- (4-^ h d rv / ^^v ? ^^v'^^) 

(5) (4-^PD7i=/V) [4- (1, 2, 3, 4-7f7tKnt7f 
-l-jA'tti/tf-A') Vs.—flA ft*} Wis 

(6) (4-^PP7i^) [4- (2-7^~S^h*y) t^JW 
20 /U] *»7^ N 

( 7 ) (4_^pp7x-;l/) [4- (v'^D^^t^r^f^) — 

(8) (4-^pp7i^) [4- 
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(9) (1, l'-tf^rc-zW- 4-^/1/) [4- (<<y *?tVtt V* f-JV) 7 

(10) (4-^071^) (3- {'O&jVtti/tJ'fr) y^^/V) ft 
5 (11) (3, 5-^pp7i^/V) (4 -s<yi?/ua-3ci/t?-jl>'7^~;l>) 

(12) {A-^X2^cy au^jV) (4- 7x-/l/) 7fr 

(13) (4-^n7i^;V) [4- (2- (7x-;V7^*M-/^ 

io is) ^/u) y^=.;v] *ym, 

(14) (4-^pn7^/V) [4- (2- h^iJ^^ jujr^i/) 

(15) (4-^nn7i^) [4 - ( 2 - ( ( 2 ^vl'- 4 h n y 
=-/V) 7^7*^faVt^^) ^fvW 7x^] *17^ 

15 (16) (4-^OB7x=/V) [4- (2- ( (3, h^v^/W? 
^;U) y^=-;V) T ^ S 1i As^A?***/) ^A-) 7x^/1/] *!7^ 

(17) (4-^nn7i^) [4- (2- (1 -^..Y^-\/-fj;V^;V-2- 

(18) if* [2- (fc Fn^f-v-^^-^P^) -^vM r/K 

20 (19) 1, 4-tf* (4- (tKn^7xx;^!J/l/) ^/^vO 7^ >\ 

(20) if* [4- (fcKo^7x^!j;i') ^VvVKl 7VK 

(21) If* (3-^pp-4-^Wx=;V) ^!7^ 

(22) If* [4- (2- h*i'*A<$~A') If-A') tJn«7^ 

(23) lf7 (3-7Pn-4-^Wx^) 2-v'^P^v7l<' 
25 T% / ^fvK 

(24) If* (4-MJ7/t/tD^Wx^;u) 2-T^/^vK 

(25) ^^a^^-/l/*>>» 2-T5 7^f-/K 
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(26) \?X (4-^n-2-^Wi^V) 7ft «7^ 

(27) tr* (4 -v 5 ^ W ^ / 7M-/^7x^) 7ft r?^ 

(28) fcf* (2-t7f^) Tft?^ 

5 (29) If* (4-^OP-3-^Wx^/V) 7ft>7^ 2-T5/xf;K 

(30) tr* (3-^np-4-/Wx^) 7ft<7^ 2-T5/^f;K 

(31) If* (3, 5-^no7x^) *!7^ 

(32) If* (3-^PP-4-/f^7x^) /ft!7^ 2 - fcf U SVl'* fvK 

(33) (3-^oo-4-^Wi^) 2-^W^y 

10 

(34) tT^ (3-^0O-4-/f/V7i^) 7ft l-7fvW-2-T 

(35) fcf* (3-7nn-4-^Wx=^) 7ftl7^ 2- (7x^7; 
7) 

15 (36) (4-^nD7x^;v) 2-7^7-4-^7^7-1 

(37) If* (3-7nn-4-^Wx^/V) 2- {**>Wj>VT% 

(38) If* (3-^Dn-4-^Wx^) /ft !7^ (3— 'O'vVl'- 1 , 
20 2 , 3 - b !J TV— fr- 4-4 M 7 ^VK 

(39) If* (3-^pp-4-^Wx^) 7ft VW. 2-7x^-2- 

(40) If* (3-^nn-4-^Wx^) 7ft 17 H 2- (t°^7^- 
25 (41) tf* (3-^Pn-4-^Wx^/>) fcVB. 2-(7*W5y) 

(42) tf* (3-7dp-4-^Wx^) 7ftf7^ 1-7x^-1- 
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(43) If* (4-^PP7i^H *>7^ 2-7^-2- h^v'TJ/l' 

(44) If * (3-^nn-4-7« ^7 31=^) * *7^ 1 -^ViM— 2 - 
5 ^fvK 

(45) tT^ (3-^ /ft 1 ^ 1 -y ^=-A^- 2 - 

(46) fcT* (3-^nn-4-^Wi-yV) ftVB; 1- (4-^nn7 
i/^W^) -2- UfvKT^/) :tfvK 

10 (47) If* (3-^pp-4-^Wx=^) *!7^ 1-7x^-2- 
(1- (iK^^V) *?>--4-4frT^/) 

(48) tf* (3-^oo-4-^Wi=;l/) ^<7^ 1- (^f-JUTKy 

(49) tT^ (3-* BP-4-^f^7x=;l') *ft!7ll 3 - 7 :* 1 — 

15 ^otf/K 

(50) tf* (3-^n-4-^f/V7x^V) *>7^ - 3 - 7 * svl' 

-1- (2-t 0 !Jv ? /V) -2-7n^/K 

(51) tr* (3-7pp-4-^Wx^) ^!7^ 1- 
5: ^y—;v- - 1 - 7 x. fvK 

20 (52) tr* (3-^op-4-^Wx^) t^t7^ 1- {2-4%?*/ 
V/ls) -l-7x^f/K 

(53) ^ (3-^ob-4-^ *98 1- (2-fc°y vW) 

(54) tf* (3-^on-4-^Wx^) ^17^ 1 - ( 2 - fc° U v 5 /^) 

25 -2-7"P^/K 

(55) W(3-^on-4-^Wx^)$!)l l-^^-l-(2 
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(56) bf* (3 1-7*^^-1- 

(57) bf* (3-^pd-4-^Wi=^) #1781 (IS, 2R) -1, 
2 -^7i^- 2 — T 5. 7 ^fvK 

5 (58) bf* (3-^5-4-^^7*^) *fc!7ll (1R, 2 S) -1, 

2- i?7*-/v- 2 - r^/^f/K 

(59) If* (3 * X2-4—*?'A'7x-~M 1-731^/^-1- 

(60) bf* (3-^no-4-^Wx=-/H *"7^ 1- 
10 /yf^) 

(61) bf* (3-^n-4-^^7x=/P) 1- (t 0 7 N /-^- 

3- ^/v) - 1 -7x^;W fvK 

(62) bf* (3-^nn-4-^Wx^) 3fc*7ll 1- (4-MJ7A' 

-1- ( 2 - fcT P *3vK 
15 (63) bf* (3-^n-4-^f/V7x^) **7@l i- 
7^7) 7^=^-1- 

(64) tf^ (4-^PB-3-h57^to^Wx=^) 2-T 

(65) bf* (3^50-4-^^71=^) *!7& 1- (3-^nnt: 0 
20 !l^y-2--f;l/) -l-^a^/l^fvK 

(66) bf* (3, 5-v 5 (by7/UtB^f^) 7*-/U) *«7S£ 2~T^ 

(67) tf* (3, 4, 5-M)7/^n7x^) *!7^ 2-T^/^/K 

(68) bf* (2, 3, 4-M)7/^n7*=^)*!>i 2-T^/^/K 
25 (69) bf* (3-^pp-4- (1, 1-v^/V^/v) 7xs^) *«7@£ 

2-T^y^/K 

(70) bf* (3-^PD-4-^f^7*=^) *!7^ 1- (4-=hczt D 
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(71) fcT* (3-^PP-4-yf;V7j^) 7j^t>^ 1- (4-7 r P^t° 

(72) If* (3-/np-4-^/l'7i=;>) ^r>^ 5, 6, 7, 8 — T 

5 b7t KD^;uy-8 — f/K 

(73) (4-^nP7x-^) (4-^nn-2-^ h^r^^^n/v) tJn^^ 
2-T^/^vK 

(74) (4-^pp7i-/1/) (1 -^fvl') *!7^ 

(75) (4-^ n P7i^/V) (1, 1'- t^oi^/P- 4 — f/lO zfrl^ 2 
10 -T5/^fvK 

(76) (4 n o7i^) (3-^do-4-7i;^ Wi^) 

ftPWt 2-T^/^vK 

(77) (4-^nt3 7o:^) (^y/f7 , /wU-2-'f^) 2- 
15 (78) (4-^on7x^/I/) (4 -p* ^vW-T^/V- 1 ->f /W) zft 2 

(79) (3-7ai=/^n fcVW) 7i=/U7jN«>il 2-T^/^fvK 

(80) (3, 3-^7x^0^) 7 a: 2-7^^f;K 

(81) (2-7oiy^riX7zc^/k) 7^/1^7^ 2-7$7xf/K 

20 (82) (4-t^/k^cn^/W) (3, 4-^no7x^) fc$Wt 2~T 

(83) (4-^P ; 67x^) (4-^PD7x^) *<7^ 2-75:/^ 

(84) (4-^PP7x-^) (4- (1, 1 -v^^Vl^^vP) 7x^>) 

25 2-7^/^VK 

(85) (4-^PP7x^l/) (4-3— K7x=/>) tf;?^ 2-7^/x 



6 



WO 03/033002 



PCT/JP02/10534 



(86) (4-^pp7i=;>) (i, i>-\?y*.~jv- 2 

(87) (3-tfyvvV) 7^:=i/Mn>7^ 2-7 5/^vK 

(88) (3-t°})i?M (4-^PP7i^) 2-T5;xf/K 

5 (89) if* [2- [ y^-^D^l ^vvM 

(90) if* [4- ( y^—n^RVM •'OvM 

(91) [4- [ (2-7^yx >^i/) 7ai=A'Jj?P/l'] -^vM [2-C4 
10 - [ (2-75 h^f) 7x^t*!);V] 7x^7^ 7VK 

(92) [2- [ (2-75 /^b^vO /kl -^vM [2- [4 

(93) 1 OH-^^y^rf-^y ^-1 0-^-/K *5£T^ 

(94) 1, 3-tf* (4-^P7i^) -1, 3-v>fcKn-2, 1 — - 
15 i/y^#P-/l^b5ifcm6^ 

jV— l , 4, (IP 3 ) ^f££^Lfct><7}<b> IP3^I« 

]J 7/ v^^^^UfctiO^fe^o 

7 
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m (rP 3 -inducedCa release; I I CR) *rfr*5- IP 3 ^fl IP 3 b<D 

10 (PIP 2 ) lrIP 3 i^T^!i 

•fen— ^ (DG) O2o©t*y>7 yt^t'-^tS. I P 3 »> *B 

(receptor activated calcium channel ; RACC) X*fo%> 0 R A C C £ b~C fi> 
^AfeX^/V^ffiA (capacitative calcium entry ;CCE) ^ 

25 ccEft^Mt M&M^yu&x hTfrbox^sVM *^<dWc 

8 



WO 03/033002 



PCT/JP02/10534 



^(D^t £9, CCEft^M^ hT^'^^yy^MA^^^ (store 
operated chanels ; S O C s ) t i>Hfofo<Z>o 

15 3„ I P 3 mm<D^^^^l^ (I I CR) ^?|#gcV^T^r§. 

[Biochimica et Biophysica Acta, 1G82, 219-238 (1991) ; Platelets, 110), 215- 
21(2000)] o 

(2) T V l/^mo^coy-f^y Y 1 <ZWWn°— TiBflS (T h 1) (3, #fcJBK 
20 f^WtaSftttWIoT, (IL-2) jSitM 

25 iT'fcSr ttfftibfoX^Z [J. Cell Biol., 1110), 655-67(1995)] „ 

(3) n^nh!jxyD 4 (LTD 4 ) ^7y^try^ynf©»ao 
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(DW^ fHI^/^^AllAt)^!)^ r. k&ft &;h,WS [J. Pharm. Exp. 
Ther., 244, 508-515 (1987) ; I^IWI, 36, 885-895 (1991) ; J. Membr. Biol., 
5 155(1), 61-73(1997)] . 

(4) mftftBMMz&^X, 3Vi/7f^^7W3'^Ml 

^tfcSw £: tf**n bft [Pharmacology & Toxicology, ££, 83-87 (1991) ; 

10 Proc. Natl. Acad. Sci. USA, 97(24) . 13126-13131(2000)] „ 

(5) &W9i4$n5n'f3 hpcn^B 4 (LTB 4 ) I P 3 ^U 

2£&*iJl£-£:.3 [ANN. NY. ACAD. Sci., 524, 187-195 (1988)] „ £#£££33 
V^T^LTB 4 m^- ; e^5E)il£^:^^-^^^^ ; S [J- Pharm. Exp. Ther., 
15 22S, 510-522 (1983)] „ 

(6) w&-:fcv^ ri'¥Jr s ryyyi iW^^flfttlPs 

^(^m#<©W^a^> IP 3 li^lt^5 [fW, 22. 413-425 (1990)] , 

T3g JL $ tt fc ^tKM ft* A L fc ^ Vir =. y >- £ * § ^ 

25 gitt^V £ i^A^$t£ teZ^ttfWb £ tlfc [Neuron, 220), 
561-72(2000)] o 7V±~y*<DffiRttm&Lit^tX&%(0%)ftm 
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[J. Cell Biol., 142(4), 793-8(2000)] „ 
10 VimmiftW, 2987727 ^JlWfcttrtBtt*^*^* hT^&tfS I I 

cR*3it;*^!>^*^^ttiJ (cicr) iiias^/^!) 

TV^ 0 




(2-75yxb^) v^^/l^^ IP 3 ^P1M 
^Lt, SOC s|a*f^fflSrWi-Sg©IE«^$,S [Science, 282, 1647- 

1651(2000)] „ 

$ bfc, WO02/38140^W^tt> 1 ~^f-^/ 9 

20 f^tfi/v^C, if* b^^^A, 79^*^^BW, I P 3 SW 
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(St*, RMi (1) Tki^K 

(2) - (CH 2 ) n -NR 2 R 3 m*P, ntel~3<^ifc£^*>U 
R^i^R^Wtbm^iEUT, 7K^M-?s Cl~47/^/K C5~6 

5-6 M.vmm&mmzmfr u 

- (CH 2 ) n -^^m^^> l^fficDR^ttm^TV^J;^ £ 

R 4 tt(a)Cl~87^;K (b)*/^ * f/K (c)Cl~4 7;^^;i/ 
20 tf?~/K (d)*"K (e)C5~6©|l« (Cl~2) T 

/i^/K (g) c 5 ~ 6 <D^^f^x«&£frxv^ ci~6 T/^/K (h) 

4-^o^7^y^^X«$tbTV^5C l~27/^/K ^fcftG)^ (C 



7K$L tfc 0 
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(1) -Jt£5£ (I) 



G 
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(3) C 5 ~~ 6 <DMm%zmmX*W&£ tlT^&C l~6TA-3vWib5V^C 
2-6 TW^/k^fr U &msmt 1 ~ 5|@©R 7 -efim^nTV^T h £ 
< N $ l~6T/V3r/Wib3VMiC 2-6T/W>-~/Wil~2flil©R 1 

2-6 r^=^**t> U tttliti i - 5 m<DR 7 -ett*£avt:vvt i> i 

< N £ bi-I^C 1 — eTA'^Vl'&SVMiC 2 — 6T/W^/Wil~2{|i!©R 1 

10 (5) — C HR 5 R 6 (S^K R 5 *3«tt/R 6 {»tl^tt^3i:bT, 
(i)C5~6©«ii, 

GO 5-6^©^^^ 

(iii) C 5 - 6 ©J^^^T^m^TV^ C 1-6 T/L-^feSlM^C 2 

15 (iv) ^^Qm^m^^U^^X^^Cl^QT^^h^^C 2 
- 6 7 }V^r=-)V^^.t> U 

^^^^^^^m^^l-S^IKDR^^^^TV^^iV^o ) % 
3; fete 

(6) 5, 6, 7, 8-ff7tFD^r/!Jy-8-^^^U 
20 R 7 tt(a)Cl~47M/K (b)Cl~4 7;^^ (c)^n^>fH^ (d) 
-CF 3 , (e)=Fn, (f)C5~6©Wl, (g)C5-6©Mli 
»^C1~47M/K (h)T^y, (i)-NHCO (Cl-4 7/^ 
;V) x ^fd(Kj) C 1 — 4T^^^rv'^^#-^^^t?b, 
GttCy c l^TUit KP^rv'^U 
25 Cyclic C5-1 0©Wfe6VMi~^Oj^m^ £fc«:5~10*© 

*> & v ^ (4 - m ©»si t , mmm& a xmmm » 1 ~ 5 #1 © r 8 
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Cy c2it C5~l 0©l*«fcSV^:i»©#Hfc9L 3;fcte5~l OjtO 

r 8 *5 J: X$R 9 fi^ft^L&S: Its 

5 (a) C 1 ~ 4 T/V^/K 

(b) C 2 ~ 4 TJ\"tr~'K 

(c) Cl~4 7/^^ 

(d) /M3<?>J)5HK 

(e) -CF 3N 

10 (f)Cl~4 T/I^A^^ 

(h) (C1-4 7/W) 

(i) (C 1 ~ 4 T)V-$r)V) T X J „ 

(j)7jx/l^5/K 

15 (k)7^^/K 

(m)tKP^ (Cl~2) T/^/K 

(n) (C5~10©fifc5V^2i©«) -O- (Cl~2) T/V^K 

(o) C 1 ~ 4 7^3 dp- 

20 (p)-o- (C1~27;^M -7i=/V (R7x=/Uftl-3fi©Cl 
~4T^3^fVTg^^ttT^iV\ ) N -0-C0NH-7x^ (BE 7 
* =/W4 1 ~ 3 fl|<0 C 1 ~ 4 T/l^/K ^ ba^fcliC 1-4 7/^ *f v'tf 
/i^=/i/T-©&$ftTv^t>«fcv\ ) \ fc5V^-0-CONH- (Cl~ 
4) T^jV (^T/Vdf/Wil~3^<DCl~4T/^/K ^/WJ^-^/l^ 

25 fcttC l~4T/^^= 3 f-^7^^^/^-eS^^^TV^T% <fcV\ ) d^bS^tt 

(q) 7 a =71^-^ 
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(r)-CON (C1~4T/^) 2 . 

(s)-S0 2 N (C1~4T;^) 2 s 

(0 0 1-4 7/^^^ (Cl — 2) T/^/K 

(u) C 1 ~ 4 T/I^ # v'^/^^/U^-dr-i/ ( C 1 ~ 2 ) T/l^/K 




10 R 8 Rtm 9 *<^S§g|> y*-~/K eye lfe^tfc y c 2 It 1 ~ 2flltf>R 7 

ct<, ^^>^R 9 ^R 10 f1:-^^^oT^^^^bT^ e t<s ' 
p f± 1 ~ 4 (D^&^ib U 
q 1 ~ 4 O^ic^b 
15 r &l~4<D^fC ; Sr^bU 
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(DC l~4T/Vdrlx^^^i- 0 

5 (2) (1) (3-7 nn-4-^fvl'7*~/l') (4 -'<Vi?A'tti/* ^ 
;l/7x^;l/) *7^L 

(2) ( 2 - v'xf ;l/7 ^ / *M^;V7x^) 7*~/Wft!7^ 

(3) (4-^no7x^) ^-^^/K^v^^v^^/P) *7^, 

(4) (4-^po7x-;H (4- (4-^f^r^yv ; ;^v / ^^) 
10 3j>«7ife N 

(5) (4-^pn7x^) [4- (1, 2, 3, 4-fb7t bWF 
-l-jjVttZ't'f-A') 7x^] :fc<7^ 

(6) (4-^po7x^) [4- (2-7*^/1/31 h^i/) ^f;l/7x^ 

71/] 7jx»7Sfe> 

15 (7) (4-^PD7x-^) [4- (v"7 P^^v'/V^-^i/^^/^) 7rc — 

/W] #£gk 

(8) (4-^PP7x=;V) [4- (7* b ^SO* fvV) 7x^/V] 

(9) (1, l'-tf7cc^/k-4-H'^) [4- {^y^fVirSrVt^-JV) 7 

20 (10) (4-^PP7x^/l/) (3- (^y^t^v^^f^) 7*-/!') * 

(11) (3, 5-^0P7x^/V) (4 -^y^t^r^^ 1^) 

(12) (4-7*^^7*^/1^) (4- H^v^/^^v'^f-/^) 7x^/V) * 

25 

(13) (4-^pp7x^v) [4- (2- (7x^7 5 7^;^^^ 
>» ai=M/) 7*— M /fr7^ 
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(14) (4-^0O7i^) [4- (2- b^^^^t^v') 

(15) (4-^B7^/V) [4- (2- ( (2-^;V-4-^bP7x 
5 (16) (4-^pn7s^V) [4- (2- ( (3, 5-v J (^h^V*/^ 

(17) (4-^t37j^) [4- (2- (1 h*^/VaJ?= /V- 2- 

(18) tf^ [2- (tFn^77i^V#!J/l') ^V^] 7VK 
10 (19) 1, 4-tT* (4- (tKn^7i^D^) 7^/^riX) 

(20) tr* [4- (t Fn^f-v-^^^/^y AO ^^vM r/K 

(21) tf* (3-^PP-4-^f/V7i=/V) 

(22) tT^ [4- (2- h^rv-77/^^/1/) tf=/^) 7^^] *>7^ 

(23) tf* (3-^pp-4-^/V7j^) /ft?^ 2-^70^^ 

15 75/ ai^/K 

(24) fcf* (4-Yy7jVJruff-jV7^;V) •fo^m 2-757^f/K 

(25) i^v-^n -O^-A/fc?^ 2-757^f/K 

(26) tf* (4-^on-2-^Wi^) *<7^ 2-75/xf/K 

(27) kf* (4-^^ L A'T^y^A'*^^7ai=/V') #!7l& 2-75/x 

20 

(28) tf* (2—7^7^) *>7^ 2-757if/K 

(29) tf* (4-^PO-3-^W*=/V)*!?ll 

(30) fcf* (3-^pp-4-^Wi^/V) /fr>7l£ 2— TS/^^vK 

(31) tf* (3, 5-^P07i=/V) 2-757^K 

25 (32) tr* (3-^on-4-^Wi^) ^!7i? 2 - tf P ^7K 

(33) hf* (3-^pp-4-^Wi-;V) ^!7i? 2-^W^7 
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(34) tr* (3-^0O-4-^Wi=^) -foVW. \-f?)^-2-T 

(35) tr* (3-^C2n-4-^^/V7^^/^) Jft^il 2- (7x^7^ 
5 (36) tf^ (4-^a7i-^) *»7^ 2-7^7-4-^T^vV- 1 

(37) \?X (3-^op-4-^Wx^) :fc<7^ 2- 

(38) If* (3-^pp-4-^f;V7x=;V) (3-^^-1, 
10 2, 3-MJ7 s /^-4-^^) 7fvK 

(39) If* (3-^no-4-^Wx^) ^!7^ 2-^jc^/I^-2- 

(40) If* (3-^Pn-4-7^/l/^^rr.7l^) 2- (^7^^- 
15 (41) tf^ (3-^O0-4-^Ws^V) *#8fc 2- (7"W^/) 

(42) ^7 (3-^on-4-^Wx^/l/) l-7^~;V-l- 

(43) If* (4-^nn7x^) it^m. 2-T^y-2- f=5r^/V 
20 tJ^/W) ^5vK 

(44) If* (3-^pd-4-^Wx^) -fc^m 1 -^y^- 2 - 

(45) tr* (3-^na-4-^Wi^) l-7i^-2- 

25 (46) tf* (3-^pp-4-^Wx^V) 1- (4-^pp7 
^y^y^) -2- U^T^S) 

(47) If* (3-^PP-4-^Wx^;k) ftVm \--7^)V- 2 - 
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(1- &h*isjJA'tf~A') v ? y-4-^^7^/) 

(48) If* (3-^nP-4-^f;V7i^) *!7^ 1- (t^frT % S 

(49) tf* (3-^nD-4-^Wx^) 3-7^~^-l- 

(50) If* (3 PP-4-^f/V7x^) *7l£ ->*- 3-7^—^ 
-1- (2-fc°y v^/V) -2-7°d^7K 

(51) if* (3-^na-4-^Wx=;v) 1- (5— ^fvM" 
10 (52) if* (3-^po-4-^Wi=;v) #«7^ l - (2-^5 ¥V 

(53) fcf * 4 -;* ^W7 :*=7l<0 * 7^ 1 - ( 2 - fcT U vvl') 

(54) (3-^nn-4-^f;I/7s^) 1 - (2 - t°y ^/V) 
15 - 2 -7°p^^/K 

(55) tf*(3-^np-4-^^7^^/V)*'7^ 1 - * fvl'- 1 - ( 2 
-t°!Ji?/V) 

(56) If* (3-^up-4-^Wx^) 
(2-7U7x^) 

20 (57) tf* (3-^op-4-^Wi^) (IS, 2 R) -1, 

2-i?7x=;U- 2 -T^/^/K 

(58) If* (3-^dp-4-^Wx^) (1R, 2S) -1, 
2 -v^^^/l'- 2 -T5: Mf/K 

(59) If* (3-^PP-4-^Wx^) /fr7^ 1 -7rc^/l/- 1 - 

25 {¥?Vy-2-y( /V) 

(60) If* (3-^Dn-4-^f;l/7x^;l/) 7ft 7H 1- (^f^T5 
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(61) tfX (3-^nn-4-^f;l-7x^;l/) KVWi 1- IXJV—lV- 

- 1 -^^c^/MfvK 

(62) (3-^nn-4-^f;U7x-;U) 1- (4-MJ7^ 
tn^f/I/7x^;i/) -l- ( 2 - b° y v 5 /!/) ;*5vK 

5 (63) tfx (3-^nn-4-^Wx^) *>7^ 1- 
T$y) y^^-l- (2-t?Pvv^) y?vK 

(64) tr* (4-^no- 3- Ml 7/^n^f^7i=/V) *!7^ 2-T 
$ yjc^/K 

(65) bT* (3-^pb-4-^Wi^) *!7^ 1- (3-^npfc? 
10 V i?>'-2-4M ~ 1 - 7x^^f;K 

(66) fcf* (3, (hP7;^n^W :7^~/l^) zfc i^gfe 2-T^ 
y avfvK 

(67) tf;* (3, 4, 5-MJ7^o7xx;k) *!7^ 2-757xf;K 

(68) tf* (2, 3, 4-MJ7;Utn7x^) *!7^ 2-T^y^/K 
15 (69) fcfX (3-^PO-4- (1, 1 -v^^vl^fyV) 7^^/k) 

2-T^y^^/K 

(70) fcf* (3-^nn-4-y ^ 1- (4--fnt° 
V *?l/-2—' (;v) - 1 -7xx/^ =f-;V, 

(71) fcfx (3-^DP-4-^f;V7x=/V) 7^17^ 1- 
20 y 2— f/P) - 1 -7x^f/K 

(72) hf* (3-^PP-4-y ^vu 37 i ~/U) tf;i7@£ 5, 6, 7, 8 — r 
h7t Kn^y V y-8 — OK 

(73) (4-^on7xx;k) (4-^np-2-^^>7x^) 
2-T^y^^/K 

25 (74) (4-^PP7x^) (l-j-yf-M 7^ 

(75) (4-^OP7x^) (1, l'~}fys.^;V-A—i;V) 7ft>7^ 2 
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(76) (4-^on7x^;l/) (3-^ob-4-7*;^Wx^) 

(77) (4-^PP7i^V) (^y^fr/^- 2-^) 2- 
5 (78) (4-^DP7i-/V) (4-p<^W-7^/U- 1 -4M 2 

(79) (3-7x^;l//Dt» y^/VTt^i? 2-T^y^^/K 

(80) (3, Z-^7 x.-^T'n tW) :7^~/V*!7^ 

(81) (2-7x;^>7x^) 7^^/^»7^ 2-7^;;xf;K 

10 (82) (4-tf^/V^^^-/^) (3, 4-^DD7x^) *!7il 2-T 

(83) (4-^n^e^oi^/l/) (4-^PP7x^) *!7^ 2-7^^ 

(84) (4-^no7i^) (4- (1, 1 - i^y ^v^^) 7 
15 4n!7^ 2-7^;xf;K 

(85) (4-^dp7i^) (4-3— K7x=^) ^r>^ 2-T$7^ 

(86) (4-^PP7i^) (1, l y -^7=c=^JV- 2-4M ftvB. 2 

-r^y^/K 

20 (87) ( 3 - fc° V i?M 7=z~;Vi$sVm. 2-7$7^f/K 

(88) (3-fc°y^) (4-^P7x^;v) 2-T^y^/K 

(89) }f* [2- [ (2-7^;xf^y) 7 x.~jVtfV As] -^vM 

(90) If* [4- ( (2-r^y^b= 3 rv / ) 7*=/Hl?))^ -<^v7Kl 
25 7VK 

(91) [4- [ y^ 7x^U^] ^^vM [2- [4 
- [ (2-T^y^f^v-) 7x^] ^/Kl r/K 



21 



WO 03/033002 



PCT/JP02/10534 



(92) [2 - [(2-7 5/^ b*^) 7xn/^ U /l/] 'Zy&M [ 2 - [4 

- [ (2-T^ b^vO ^ai^i/T^y/u] 7i^;v] ^^^] ji— 

(93) 10H-7x;drt#D^-10-t-/K fci^ 

(94) 1, 3-^'(4-^no7ft=A') -1, S-^tKn-2, 1 — ^ 

KB**"*, 

^WjWB^^^ffiV^-S (Cl~2) T/V^i:^ ^f/K x-f A'%Wfcf 
15 5 Q 

^aw**"?/^* c 1 ~ 6 r/^^t ^ * 

Zff-'K ^^fvK ^S'/K ^^/K ^fvi^.ttfrftbtf^itftSr 
25 ^Wt'-effiv^sc i~47;^ftilt t^-A^Xs ^/v?** 
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5 -f5o 

10 <7)^tt^^E*1-^o 
15 fe5 0 

WlW^-efflV^ C 5-6 w^ij^ii t «\ C 5 ~ 6 ©J^^air 
u^<v^v N v^n^dMf-^ v^n^^x^ v^^P^^f-^s i^o^ 

25 ^Iffl^^/BV^ 5-6*^^^^^^ l~4^<£>^fH : ?\ 1 
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t°n-;K -< ^ yV-/K hyr^/K fh7^K tr^y-zw try 

^y, y^f-^-/K fr/-;K ^yfr/wK 

5 yr^yv 5 ^ 7f7^/!)y rf7/y^ t°^yy^ t^y*!)^ 
bf^yv 5 ^ tr-^v^ />°-ti kd t°y 5: /^tKn^u^^ 

y°y>\ */9u*##y> ^n/ty V*»7*#^ v-yn^^x>\ 
v-yu^Z-r^ v^^p^-yx^> S/y P'O^ v^:^ 

^yyi/>\ t Kn^yyi">\ 7X>^ '^-t FPTXl/y, 4> 

is t>, /^tKp-f^y <<yyy. -ry?yy, ^uw^^ 

20 £»^nbfcl><7rr"fc?K 0"J^(^ t°n-;K ^yV~;K byry*- 
;k 7b7/-/K f7y-;K t o y^^, t°7^y, t°y^>\ t°y^ 
yy s yyy, \fyy, f-^y^y, ^Jy, Jr*^/-;^ 

-/K f77*-;K yf77*^K -Y^FwK >fy>T^K*-/K 'O'y* 

77^ ^y^/77^ ^i/Vttyx.v^ 'fy^y/f^iy, >r 
25 yyV-/K ^/yv N -fy^yyy-s ^HU^ ^y*y^, s^/ 
!)y, ^^y^-^rf-y— /k / <yy"f7y*'-;K $^/^ y^ 

^yFU^ jyjypyys ^tKn^y/79^ ^tKn^y 
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n^ry^y y ^ 7>n Kn^y^f-y >\ ff7t Kn^yy >\ x 

5 (1) (3-^nD-4-^Wi^V) (4-^^/M-^iy^^vK7:n 

(2) (2 - ;l/7 5 / *^^l/7x^;k) 7i^*!)|, 

(3) (4-7PP7x^) *>7i^ 

(4) (4-^np^~/k) (4- (4-y ^iy^^/K^i^y 
10 ^^-/P) 7^(7^ 

(5) (4 n uy^-jV) [4- (1, 2, 3, 4-7f7tKnf7h 

(6) (4-^nn7i^) [4- {2 -7 x-^/V^Y^*/) ff-)Vy^.^- 
15 (7) (4-^Pn7^/H [4- (v^ u^^-yjVir^-y ^ y^^ 

(8) (4-^pd7i^) [4- (^h^^yy^) 7i=/v] jfc^ik 

(9) (l, l'- A-4)V) [4- (^^/M-^y^vv) ^ 
20 (10) (4-^nn7i-/V) (3- Kyy^t^y^f^) 7x^;V) 2fc 

(11) (3, 5-Wunv=.=-M (4-^y^t^y^f^7x^) 

(12) {A-zfn^y s. (4- (^^-^/^^iyy f;V) 7x^/V) * 

25 

(13) (4-^a7x-;i^) [4- (2- (7^^/i^r ^y % jvUfi-svjr* 

*y) ^/U) 7x=^] 2fC!7H, 

25 



WO 03/033002 



PCT/JP02/10534 



(14) (4-^nn7x^) [4- (2- h^i/JUA'ti^A'tti/) m 
^;v) y^^jv] tfv»7g£ N 

(15) (4-^nn7x^) [4- (2- ( (2-^f;I/-4-= hn7x 
5 (16) (4-^PP7x=/>) [4- (2- ( (3, 5-v 5 (^ h^jfr/Hsl? 

(17) (4~^oa7x =-;U) [4 - ( 2 - ( 1 Y*c*/% 2 - 
If AS? Xi t'/Vjj/W^sf/Utti/) 7x.=.)V\ /fc>7@£ % 

(18) If* [2- (fc Kp^v/7i-;^y;U) ^^v^P] 31— tvK 

10 (19) 1, 4-tf* (4- (t Fp ^r5/7x=^!J AO y^J^) ?#l/^ 

(20) If* [4- (t Kn^7a=^y/U') ^O-^] 31— x/K 

(21) If* (3-^nn-4-^f;>7x=;l/) #!7^ 

(22) tf* [4- (2- h^r^/l/^^) hT=^) 7x-/V] ft$Wt. 

(23) tf* (3-7PC-4-^f;I/7x^) *ft!7@l 2— *S 9 jV 
15 757 3i^K 

(24) if* (4- f y yjvirxx^^fvy^^jV) jft^ife 2-r% ; ^=f-jv^ 

(25) v ? v'^o^i/^-/V^i7^ 2-7 5 7xf/i/ s 

(26) tf* D-2-^f^7x^P) /ft!7@£ 2-75/xf;K 

(27) tf* (4-v^^v^T 5 / KJV-fc^jvy ^jv) frVm. 2-757x 
20 xvK 

(28) If* (2-t7f;l/) 2-75/xf;K 

(29) tf* (4-^pp-3-/Wx^) *!7^ 2-7Uxf;K 

(30) tf* (3-^pp-4-^ xvl^ ^ nyu) -fo^B. 2-7 5/xf/K 

(31) If* (3, 5-^Pd7x^) fttm 2-7Uxf;K 

25 (32) If* (3-^pp-4-^Wx^) *fc!7Bfe 2 -tf]J v'/Mf/K 

(33) If* (3-7PD-4-^f;l/7x^) ^!7^ 2-^f;l/7 5 7 

31^/K 
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(34) tf* (3-^t2n-4-^f/>7x=;I/) *»7^ 

(35) fcT* (3-^nn-4-^Wx^;l/) 2- (7x^7^ 
5 (36) tT^ (4-^nD7*=^)*^ 2 -T ^ / - 4 -<7T~\?J - 1 

(37) bT* (3-^pp-4-^Wi^) *<7^ 2- (^<y^7 5 
/) i^/K 

(38) bf* (3-^PP-4-/Wx=^) *!7^ ( 3 -'^vVl'- 1 , 
10 2 , 3 - b ]J TV— As- 4-4 M * 

(39) bf* (3-^PP-4-^Wx=/>) :fc!7@£ 2 2 - 

(40) bf* (3-^pp-4-^Wi^) 4n?7^ 2- (t^yi/y- 
1-4 /U) 

15 (41) bf* (3-^dp-4-^Wx^) #!7^ 2 - (-/fvKT ^ / ) 

(42) tf^ (3-^PP-4-^f/V7x^ /lO 7ft!7^ 1 1 - 
( 2 - b? y vW *?VK 

(43) bf* (4-^pp7i^V) *>7^ 2-7^7-2- (;< b^v^/l- 
20 /I^/V) J^/K 

(44) tf ^ (3-^pp-4-^ Wxr:^) 7}n 1 — ' <l/^/U- 2 - 

(^W^7) ^fvK 

(45) bf* (3-^PP-4-^f/V7x^) Jtfrtfll 1 -^cn^/U- 2 - 

25 (46) tf* (3-^PP-4-^f/V7i^) *!7^ 1- (4-^PP7 
a/^S/^/P) -2- aifvK 

(47) bf* (3-^PP-4-^f/l'7x^) /fr>7^ l-7ai=7^-2- 
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(1 _ (if^^/u^) t°^y i?y-4-4frT^y) 

(48) If* (3-^PD-4-^f^7i^V) -fr^Wi 1- 

(49) if* (3-^od-4-^Wi=;v)*^ 3-^^-/1^-1- 

5 (2-tf U ^nbf/K 

(50) tf* (3-^ PP-4-^f^7x^ AO #17^ v-^-3-7^-^ 
-1- ( 2 - fc° y -2-/0^;^ 

(51) If* (3-^nP-4-^f/V7x^) 1- (5-7^/W 

5: y 4 - aO jv* ^/k 

10 (52) If* (3-^PP-4-^Wx^) Ik^W. 1- (2-^^^y 
U/k) -l-7x ~)Vy 

(53) tf* (3-^PP-4-^f/V7x^) *ft!7^ l-(2-t°yv ? /l/) 

(54) tf* (3-^pp-4-^Wx^) #!7^ 1 - ( 2 - tf U 

15 -2-7°D^/K 

(55) lf^(3-^nn-4-^^7 3i=/V')*»>SI 1-^^-1 ~(2 

(56) tf* (3-^PP-4-^f/V7x^) *!7^ 1-7x^-1- 

(2-7-;y7x^i/) >^vw 

20 (57) If* (3-^PP-4-^/V7x^) 7j^r>^ (is, 2 R) -1, 
2-^7x^-2-7^^, 

(58) If* (3-^on-4-^f^7x^) ftVB. (1R, 2S) -1, 
2-v^7x^- 2-7^ 

(59) If* (3-^PD-4-^f/l'7xX/l') 1-7x^-1- 
25 (t°7^^-2 — f/l") *5vK 

(60) If* (3-^pp-4-^^7x^) ^<7^ 1- 
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(61) tr* (3-^on-4-^Wx^) fc$m l- (t°7 s /— z^- 

3 -4M -l-7i^f/K 

(62) If* (3-^po-4-^^7x^V) ^r>^ 1- (4-hP7^ 
^j-n^/K^-/^) -1- (2-\fVi?M ^^/K 

5 (63) tf* (3-^pp-4-^W^/V) ^<7^ 1- 
T^S) 7x^-1- (2-fc°!J 

(64) (4-^pn-3-fy7;Vi-p^f-^7x^V) 4^7i 2—7 

(65) tr* (3-i7nn-4-^^/V77^n;k) 7fr!7^ 1- (3-^nnfc° 

(66) tf^ (3, 5-v 1 (M)7;^n^f^) 7*=^) *"7^ 2-75: 

(67) tr* (3, 4, 5-Mi7/V^D7x^/I/) 2-7 5:/^/K 

(68) tr* (2, 3, 4-MJ7;^o7x=/I/) ^!7^ 2-7^y^/K 
15 (69) tf* (3-^OP~4- (1, l-Vt^^M y^-=-M 

(70) (3 D 13- 4 - ^/V7a^) 7^*7^ 1 — (4-^fnt 0 
11^-2-^^) - 1 -T 7 ^— /M^VK 

(71) If* (3-^on- TbVB. 1- (4-7 P n^t 0 

20 y^^-2-^f/v-) - 1 —y^=-^*3-^s 

(72) If* (3-;nn-4-^Wi^) *!7^ 5, 6, 7, 8-T 

(73) (4-^PP7x^) (4-^ hp- 2-^ h^rv-^cr.^/1/) 7Jn»7^ 
2-7 5,/^fvK 

25 (74) (4-^PP7x^) ( 1 -^fvl") *>7^ 2-7 5 

( 75 ) (4_^n3n7^-/u) (l, 1 '-If 4 -^/l^) *!7^ 2 

-7 5y^vK 
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(76) (4-^nn7^;l/) (3-^pp-4-7x;^Wx^) 
*<7^ 2-T^/^vK 

(77) (4-^pp7i^) *>7^ 2- 
5 (78) (4-^n7i^/V) (4 ^)Vlr7=5-)V- 1 — f AO ^Wi 2 

(79) (3-7x=;l/7 , n^) y^^^VB: 

(80) (3, 3-^7x^U7°Dt» :7^^*!7^ 2-7^7^f/K 

(81) (2-7cn/dr^ai^/M ^^/WJn?^ 2-T^/^VK 

10 (82) (4-fcT~/K7^~A0 (3, 4-^dp7i=;V) ^"7^ 2 — T 

(83) (4 -^p^E-^—AO (4-;pp7j=/V) fttm 

(84) (4-7DP7s.^) (4- (1, l-i?^^xf/l/) ^rc^/U) 
is 2-T^/^fvK 

(85) (4-7nn7x^) (4-3~K7^-A-) *!7^ 2-7^7^ 

(86) (4-^PP7x^) (1, l>-\?7^~/l'-2-'(A') ft$Wt 2 

20 (87) ( 3 - fc° y VVI/) ^^A-*^ 

(88) (3-t°y^) (4-^pp7^;V) yfrtm 2-7^/xf-/K 

(89) tr* [2- [ (2-T^/^h^v^) 7oi^#!J;l/] 

(90) If* [4- ( (2-T^y^b^r^) 7x^U^) ^- 
25 7VK 

(91) [ 4 - [ ( 2 - 7 5 7 x f ^ v^) 7 1 = /l/^ !) ^] ^ ^ ^] [2- [4 
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(92) [2- [ (2-T^/=z-h*i/) y x.-A'tfl) M 'O'vM [2-[4 

(93) 10H-7x;^t*ly-10-t-/K 

(94) 1, 3-tf* (4-^pp7i^) -1, 3-v>tKn-2, 1 — ^ 
5 y/^ft^n-;K 

(95) tr^ai^*^ 2, 2-i?^f^-2-75/xf/K 

(96) ^7cc^/V7^t>^ 2 - b° U 

(97) If* (2 -^^7 ai^/V) zft?^ 

(98) bf* (4-^oa7s^) *!7^ 
10 (99) (2-^f^7i-;V) tvPyis 

(100) (4- f V tfte^lk 

(101) (2-^^^/^^-^ai^/V) #ni/^ 

(102) tr* (1—7^7^) 2-7^^f/K 

(103) tr* (4-7;VtP7i^) #!7^ 2-7^/^f/K 
15 (104) bf* {?>-ff-)Vy^)V) 

(105) bf* (1, l'-fc^^n^-4-^/^) ^!7^ 2-7$/^f/K 

(106) bf* (3-^nn7x^V) ^17^ 2-75/^f/K 

(107) bf* (4-^^/^^-^^-^) *17^ 2-75/^f/K 

(108) tr^ (3-MJ7;^n^Wx^) #»7gfe 2-T^/^vK 
20 (109) (4-^no7x^/V) r7^~/l^I>^ 2-757^f/K 

(110) tf* (3, 4-^pp7j^/V) *9^i 2-T5;y^/K 

(111) p-7*=U^bf^ (7*=^*!7ife) tf* (2-7^7^) s 

(112) rf77i o ^v' K, 

25 «fc9 0£LVMb£^£:l/tfi, 

(1) (3-^pp-4-^Wi^) 
~/V) ^!7@£, 
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(2) {2—i?=-?'/i'T$/#A'tf—A'7zc^A') y =c=-;vHr^W.s 

(3) (4-^pp7i^) {^-^y-y^ir^-yt^-jvy *.=-)V) Oat?^ 

(4) (4-^PD7x^) (4- (4-^h^v"<y^tdr^f^) 

5 (5) (4-^DP7x^) [4- (1, 2, 3, 4— r^thWh 

(6) (4-^nn7i^) [4- (2-7 h^^) } J-)V7 a^^- 

(7) (4— ^pp7j.-/1/) [4— (5/^ n^^rv^/l'^-^v'^^/^) 7 
10 A-] 

(8) (4-^ao7i=/V) [4- (:/ f> 7i^] #l>^> 

(9) (1, l'-lf73i=^— 4— [4- (^^i^/U^-df-^^f ^) 7 

(10) (4-^OP7i=/V) (3- (^y^vt^r^^f/^) 7^^/^) ^ 

15 

(11) (3, 5 -v^ p ny^^/lx) (4-^<>'v ; /^^v/^^^7^^/P') 

(12) (4-7 ? n^E-7^^./W (4- (-Ov ? ;^^v / 7«^) 7^^/X) /}> 

20 (13) (4-^DP7i^) [4- (2- (7i^7^^^^t^r 
>/) cn^vVO 7^^/^] fcVWL, 

(14) (4-^DP7x^) [4- (2- (^ b^tf/W^/l^df-vO ^ 

(15) (4-^DP7x=/I/) [4- (2- ( (2-^f;k-4-=bP7x 
25 ~/v) T^y^/^=^^>-) 7*-~)V\ jfc£H % 

(16) (4-^po7x^) [4- (2- ( (3, 5~v> (^b^rv-^/^ 
-/U) ^-/V) 7 5;*^=/^» ^^) 7^)V\ #?b^ 
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(17) (4-^PP7i=/V) [4- (2- (1 \**rZ/%/U7$~sU- 2- 

(18) If* [2- (t Kn^iX^cc^/^y/W ^^v^] :c~7VK 

(19) 1, 4-bf* (4- (t KP^rv'7^-7V#y^) ^/^tvO >\ 
5 (20) bf* [4- (tKa^7i^#!)^) ^Z/v^V-] 7VK 

(21) bf* (3-^on-4-^f-^7xn;l/) *<7^ 

(22) bf* [4- (2- (7 b=3rv-^7^#^/^) fc^/VO ^zc^/P] *ft!7^ 

(23) tf* (3-7nn-4-^f;l/7x^;V) *fc!7^ 2 n^^i'A' 
T ^ / 

10 (24) bf* (4- yjvitn^^-jvys.^Ad ibPW. 2-7^7^f/K 

(25) v^n^:/^*^ 2-T^/^/W 

(26) bf* (4-^po-2-^Wi^) ikVW. 2-7 5 7^f/K 

(27) bf* (4-v ? ^^-/VT^y^/^=/^^^-^) fcVB. 

15 (28) fcf* (2— 2-757xf;K 

(29) bf* (4-^dd-3-^Wx^/1/) ^>7^ 

(30) bf* (3-^PD-4-^f/>7x^V) /ft!7i£ 2-T^/^^/K 

(31) bf* (3, 5-^dd7^/1/) *<7^ 2-T^/^VK 

(32) bf* (3-^nn-4-^Wx^) *!7i£ 2 - b: 8 y 9vK 
20 (33) bf* (3-;PD-4-^Wx^ /lO afr^lft 2-^f/V7^7 

(34) bf^ (3-^op-4-^Wx^) *!7i? 1-^^-2-T 

(35) bf* (3-^pp-4-^Wx^) 2- (^x^/W^ 
25 y) 

(36) bf* (4-7DP7x^) *!7^ 2-7^-4-^7^7-1 
-t^r77Y/K 
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(37) tr* (3-^nn-4-^f/U7i^) -fcVB. 2- (^^^7 5 

(38) If* (3-^pp-4-^Wx^) *!7^ (3-^y*JjU-l, 
2, S—hVT 4 — f ^ fvK 

5 (39) tf* (3-^nn-4-^Ws^) 2-y*.~fr-2 — 

(40) bf* (3-^nn-4-^Wx^) 2- (t°^7^- 
1-^/1/) ai^vK 

(41) bT^ (3-^PP-4-^ 2 - (T/fvV-T ^ / ) 
10 cn^vK 

(42) bf* (3-^op-4-^Wi^) Jft!7^ 
(2-b?y ^^/K 

(43) bf* vu7^^/U) ft$m 2-757-2- (^b^v^/V 
15 (44) bf* (3-^Pa-4-^Wi^V) 1— ^^^-2- 

(45) tf^. (3-^on-4-^Wi=;V) #!>SI 1-7*^-2- 
75/xf;K 

(46) tf^. (3-^PD-4-7Wi^V) foV® 1- (4-^P7 
20 m/dr^^) -2- (^W^) ai^K 

(47) bf* (3-^OP-4-^f/l'7*=A') #!7@£ 1-373L—/V-2- 

(48) bf* (3-^dp-4-^Wi^) *!7@l 1- (^^/VT5 7 
^^) 7-/K 

25 (49) bf* (3-^PP-4-^Wx-^) *fr!76l 3 -^ac^/l/- 1 - 
(2-b?]JvW) T'ntVK 

(50) bf* (3-^pp-4-^Wi^) *!7i? 
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-1- (2-fcrjJ$?/U) 

(51) If* (3-^nP-4-^f/V7i^) 1- (5-*^7Wf 
$ ^V— ^- 1-4 M - 1 - 7 5vK 

(52) If* (3-^np-4-/f/V7x^) 7j^»7^ 1- (2-4 
5 D/V) -l-7x^/Mf/K 

(53) ^(3-^nn-4-^;V7x^)*!?i 1 - ( 2 - tf JJ vvl/) 

(54) k7(3-^PP- 4 ^7 x.~JV) TfrVm. 1 - ( 2 - t°y vVl/) 
-2-7 p d^-/K 

10 (55) tf^(3-^ pp- 4 -*7-Asy x. -/l^Tfr?^ 1-^^-1 -(2 

(56) If* (3-^0-4-^^71^) *K7^ 1 -7^-/1'- 1- 

(2-7^7x^) ^^-/k 

(57) tf* (3-7on-4-^Wx^) *!7^ (IS, 2 R) -1, 
15 2--Jy^^/^-2-T^/^/K 

(58) tf* (3-7nn-4-^Wx^) *-7^ (1R, 2 S) -1, 

(59) If* (3-^ PD-4-^f/l'7x^) 2fr!7^ l-7x-^- 1 - 

20 (60) If* 4-^/^7^-^) 7^17^ l- 5 

/ ^ TVP) - 2 - fyl/T 5 J ^fvK 

(61) If* (3-^PP-4-^f^7x^) 7^>7^ 1- 

— 1 -7xs/Mf^ 

(62) If* (3-^nn-4-^Wx^) l-(4-M)77P 
25 ^-n^^7^^/U) -1- (2-t°y vVl") p*tvK 

(63) tf* (3-^pp-4-^f/l^7x^) ^!7^ 1- U-Tir^vl' 
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(64) ^ (4-^nn-3-MJ7/^D^Wx^) 2-T 

(65) If* (3-^OP-4-^f;V7s^V) 1- (3-^nnt° 

y v^-2 — f/i^) - 1 -:7^-/M^K 

5 (66) tf* (3, 5-v> (M)7/^nyf^) 7j^/V) 2-T ^ 

(67) tf* (3, 4, 5-M)7^to7x-;v) tf:!7^ 2-7^7^f/K 

(68) If* (2, 3, 4-M)7;^a7x^) ^!7m 2-TS/^fvK 

(69) tf* (3-^PB-4- (1, 1 — fvl^fvl') 

10 2— r^y^f/K 

(70) tf* (3-^oo-4-^Wx^) Jfc!>Sfe 1- (4-^fnt° 

yz?y— 2— -ovO - i 

(71) fcf* (3-^nD-4-y :fc!7$l 1- (4-^n^t: 0 

y v?y- 2 — -f/v) - 1 — y^^/^^^/K 

15 (72) tf* (3-^nn-4-^Wi^) *>7^ 5, 6, 7, 8 — r 

(73) (4-^Pn7i^) (4-^nn-2-yR'>7 3:^) 

(74) (4-^PP7x^/H (1— 7-7^/U) 

20 (75) (4-^PP7x^/V) (1, l'-fcf^m^^- 4-4M #?Sfc 2 
-7 5 7^;K 

(76) (4-^PP7i^) (Z-puxi-A-y z£.;%-i/*J-/V7 

(77) (4-^DP7i^) Hy/f7y^-2-^/l/) *!7^ 2- 

25 75/ ^?VK 

(78) (4-^PP7x^) 1 -JM -fcVB: 2 
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(79) (Z-y^~;vy°u\?M y^-jvifry^. 

(80) (3, 3-i?7 ^/K/n £71/) y^^PW. 

(81) {2-y^y ^r-yy^)V) y^jv^m. 

(82) (4-t^7i^) (3, 4-^pp7x^V) *>7@t 2-7 
5 ^ J 

(83) (4-^n^7^^/l/) (4-^do7x^) 2-75/^ 

(84) (4-^PP7i=/V) (4- (1, l-v^^V^^) ^cc^/V) 
10 (85) (4-^PP7^/V) 2-r^y^ 

(86) (4-^PP7x^) (1, I'-Vy^-As- frvB. 2 

(87) (3-t°!;vW 7ai=^7f;^Sl 2-7 5/^/K 
15 (88) (4-^pp7i^) ftvm 

(89) If* [2- [ (2-7$y^b^v / ) ^oi^^UyV] -^y^/l/] 

(90) tf* [4- ( (2-7$/^ b^rvO 7 * :=7Htf JJ /VO ^^vM/] 

20 (91) [4 - [ (2-757^f^) 7x^!)^] ^y^] [2- [4 

- [ (2-757xf^) 7i^!)^] :7*~/l/] ^^^] ^-7VK 

(92) [2 - [ (2-75/^b^>') 7x^#U^] [2- [4 

- [ (2-757^h^) y^/lstfV^l y*-=-)V\ 

(93) 10H-7x7^yy-10-t-/K 

25 (94) 1, 3 -If* (4-7PP7i^) -1, 3-v ? fcKn-2, 1 — 
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10 ^ t^yv^, >;x^/^7 5^ t>y* (t 

T*£*t5fl^*m. HRS* (I-D 
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(5£t\ ±x(Dm^\twmtmzn^^t>ir 0 ) x^ti^it^t, - 

tt* (n) 

HO — (CH 2 )n— NR 2 R 3 (H) 

5 ^ (m) 

HO — Z Cyc3 (HI) 

(5fc*K ZfiC l~6 7M^^5V>fj:C2~6 7;^^^it)U 
Cy c 3tel~5ill<DR 7 Tgm£tlTV^Tt> j;V^C5~6^1Mi?r 
) X7FiStl%tk&y>), (IV) 

HO— Z Cyc4 (IV) 

-JttS; (v) 

R 5 

HO-< (V) 
R 6 

It-ffl&Z (VI) 

OH 



i 
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(I - l) -e^$*i5^«Jttx Mx.^T© (a) ~ (c) 
5 T^-r^T^it-T 5 - t &X'% 5 0 

(a) HR5£ (I - 1) G^Cy c 1 5 . CycliCyc2^ 
CS-CM, ^oE^mfS^-efeSft-a*, -r^^^)-^ (I-la) 



10 ttP Cg&^fr-to ) ^SftSffr^*^ Mxfi\ K^Xg^ (a) 



^AiHH (VD) t/T$tl5^#K«tfc^y^t-^ (Grignard) 



OH 




^^XS^i (a) 



OH 
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(b) HStA (I -1) G^Cy cltfcDs (i)Cy c 1 bCy c 2^ 

5 ©CycUCyc 2 ifim C^T'fe 0 . a»oEflS:7:n^/l'-T?flHfc£*L"CV^5 
lb) 



(5^ s E b ll(i)Cy dKyc 2 #mfcSf*fc5V^&fc5tl&2£S:^r 

g&<2C 1~4 7/#^U (ii)Cy cUCyc 2 #|r] C^<D#£&> 




E^it^; (b) 



OR' 



,bb 




1) BrMg-E b — ^Cyc2j (EX) 

2) m 



15 
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!?A^-^ (VH) T^$tl6^^^T*#^Lfc^y-^-^ (Grignard) 

-7 8~5 0 0 C~?EJfc£"£5Z. 0«3tbfc— jRS; (vm) TTj^ft^b 
#HB&R (ff7t Kn77^f) <K -JteS; (ix) -e^^ttsfb 

-7 8-5 o treses*. & («mso ^a-rsni:^ 

10 (c) -JIM (1-1) ^ GKyc lt?*>5, E^^"efe!9, Cy 
c 1 ©g&g#S 



-efes^-a-^x -fft*?*?-^ (i-i c) 




(I-lc) 



fcfoTMR (c) -cf*$n«^j5feTf«3Si-5-i:d J T?t«. 
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fcjsjjma. (c) 




hy^&jBvvc, o~5 0°c-e-^ (x) t-®t& (xi) -c^£*L5ft; 
5 '&to&&]&£#xftt>lnlt—tB?& (xn) 

^r>A#) fc^T-|$5£ (Xffl) ^£*L5'fb'8^££J&£-S\ 

#38 cf3 ft 6 tti3»SC*5 J: tf#1*3SS tt, m S ffck£nT* &> 5 7> £ fi 
10 ^©^r^otiittS r t 6 0 
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mmmm 

(1) *^*/^>^AflEAlJi«-t-5«i^ffl 
5 DWfcfrife] 

~7 M;ft*«f*3lBJI&acDT4 0iD^*tLfcI P 3 g£ft*&t*fc;fr 
^v-^A^^^^-CfcS Fura-2 7*fe h^Vj^/l^XfVWfc&^AL 
fc 0 ^tt<^3 4 0 nm*5j:t>*3 8 0 nmTllbtlS 5 10 nm©^3fc*rS!l3£ 
U ^©f 3tltF 3 4 0/ 3 8 0«f5^ HBflart^*3it5*^V 
10 ^A-f^M&MWt, 

fla^/^^A-i'^-^/K^PJi.^J) &ffM8£ii:3 mm\H*>^ 

15 ^ftoCTtlMltSrifciD, I C B0 «[«rJ|[mLfc. 

fc*3 N ItiR^'fefcLTB:, (2-T$y^h^» v^^/M^^&r 



i 





IC 50 (/zM) 


(2 5) 


0.66 


(5 3) 


0.63 


(60) 


0.35 


(6 2) 


0.13 


(90) 


0.059 




5.0 
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(2) lPsKzzjj/uz/t&wcmfrM-rzmifcm 

i-fty 2 (S.Nakade) m<D^ [Biochem. J., 221, 125-131(1991)] £t£V\ ~? 
^/M^tlfliU^-fU l^itfc (12,O00g N 15» o 
5 ±?f^il^lfb^ (105,000g N 6 0» o et^^2 J uM©fura2, 

1.25mM©ATP, 10V/ml^7f^t^ lOmM^Wy 
V 2.5n g/ml©t!) ^V^v-^^Px., ^Py-Art}^/k 

8 0 n m(D 2 ^«|3T# 5 0 0 nm©tMlfL, 

10 ^O^tbF 3 4 0/3 8 0£*#)fe: o I P 3 ^3 0 nMtigi^^/^^A 
#rffi£ 1 0 0%ilT, ft^<Z)#^T^©^/^^A^CtfcS(7)fiJ^^^fe I 

15 rfsm^ 2 



2 





I C 50 UM) 


(3) 


3 


(30) 


2.6 


(47) 


3.8 


(5 3) 


3.6 


(84) 


4.5 


(9 0) 


6 




2 0 



ic»'ii-5r.^^iEP^^^fc 0 fc&m (5 3) fcit;M Oo) 
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^©fiHtr±-«^: (i) ^ R y m<DMmsim<k&m<Dismbimte 

5 hotio 

mm 

10 j££±<0Jfl]/BprtBtt 

2) ^(Di^momm - Knxafc^ 

20 3) ^<0fc^©@UftMB©&i£ 
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m^rnm*. &n<D2u&±.&Ufr&t>&x& j *vx*>to\ 
io -*£5£ (i) ^(D^m^om, mttM&s ~£t- 

«e^> *OT*W«:J:5Jl 
>IS> J&A-AfeM. lH]£o£ s lmgH 1000m g©|fiffl"T» N 

is i n im*b®®&n& j *£inzi>\ *fcr±#A--A*>fc*K lUifcot, 

0.1mg^blOOmg©iH-C% 1 0 1 ®3&>& W»Rt^# (£F£L<te. 
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tLltttmtm ^^h-/K ^a-*. «»t 

10 tL5o 

is swk anfl&u «^ #**u wmn 

20 i/t, mTumstiimm*. **** ^ e w^p = 

#j (^>^^, r^^y^y^ 7js°yy/^-b8o csftffi&o * 
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mw*^, mmz.kv&jjzthzfmmnu %m%L m^m. * 
M<Dwmjjfefe, mz-itxm^m 2,868,69i -f^oTO* 3,095,355 

{±-s<l/V)Vj!r$r-y **f-)V7 ?l~)V) i^uVW. 



-?>f^yt?2*K (3 5 7mg) %M&T, ffl&VftMk. 7;^>ItU 
i7Rfh7t Kn77y (THF; 20ml) %Mz.s 
^^;V-4-yn^^^irV (3.3 g) ©THF (30ml) M£rlB#P^ 

itx^Ttfc. m&m&m*, -7 sv^mvist^^wthv u.7m 



20 
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1) ©THF (20ml) mm^M^ ^&^4B#PM# b7c 0 
T L C : R f 0.55 : H^n^vV= 1 : 2) 0 

5 

OH 



i 




10 m^miX-m&Vfrfc^ (4 10mg) ©THF (4ml) ^j££> - 
7 0 t CT2M(Cp»lLfc^y (Grignard) f*g£ (3-*nn-4-* 

Wx^v^^^A^n^ K) ©THFfi (1.3ml) \^^< V )M 

£ i (loomi) ^p^, 7kJi&^ y-^n tv^-T-^-eam ufc G 

^^-Tlt^l/T^ ^T^M^^i-^IIM'fb^ (12 7mg) £ 

TLC:Rf 0.35 (— : g^^^= 2 : l) ; 
NMR(CDC1 3 ) : 5 7.76 (3H, d, J=7.0 Hz), 7.59 (1H, d, J=7.5 Hz), 7.50-7.20 (9H, 
20 m), 5.88 (1H, bs), 4.63 (2H, s), 4.60 (2H, s), 2.44 (3H, s)„ 

mmmi (D ~i a 6) 
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/CH 3 




5 TLC : R f 0.54 : Ifflft^fvl^ 3:1) ; 

NMR(CDC1 3 ) : 5 7.77 (1H, d, J=7.0 Hz), 7.74 (1H, d, J=7.0 Hz), 7.60-7.25 (7H, 
m), 5.72 (1H, bs), 3.42 (2H, q, J=7.5 Hz), 3.24 (2H, q, J=7.5 Hz), 1.12 (3H, t, J=7.5 
Hz), 1.08 (3H,t, J=7.5Hz) 0 

io mmmi (2) 

OH 




TLC : R f 0.38 (^iJ-V : @^^^= 2 : l) ; 
NMR(CDC1 3 ) : 5 7.76 (4H, d, J=7.5 Hz), 7.52-7.22 (9H, m), 6.20-5.70 (1H, bs), 
15 4.62 (2H, s), 4.61 (2H, s)„ 

mmmi (i) 

(4-^PD7x^V) (4- (4-~*\-*i/'<^ 9 Jj\'tt*/* g ?JV) 7*. 
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10 



15 




TLC : Rf 0.54 (Ti? b =■ Y V : 7k= 3:1, reverse phase) ; 
NMR(CDC1 3 ) : 8 7.74 (2H, d, J=7.5 Hz), 7.68 (2H, d, J=8.0 Hz), 7.42 (2H, d, 
J=5.5 Hz), 7.40 (2H, d, J=5.5 Hz), 7.28 (2H, d, J=7.5 Hz), 6.90 (2H, d, J=8.0 Hz), 
5 6.35-6.04 (1H, bs), 4.59 (2H, s), 4.53 (2H, s), 3.80 (3H, s)„ 

W&Shl (4) 



(4-^PP7x=^) [4- (1, 2, 3, 4-ff7tKot7f-l 




T L C : R f 0.43 : B^H^^= 2:1) ; 

NMR(CDC1 3 ) : 6 7.75 (4H, d, J=7.5 Hz), 7.56-7.28 (6H, m), 7.22-7.06 (2H, m), 
5.88 (1H, bs), 4.75 (1H, d, J=13 Hz), 4.62 (1H, d, J=13 Hz), 4.55 (1H, t, J=4.5 Hz), 
2.98-2.65 (2H, m), 2.18-1.95 (3H, m), 1.95-1.72 (1H, m) 0 



(5) 



(4-^pp7x^) [4- (2-7i-/H h^ris) ^^-;Vy au^/V] 
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OH 




B 



O 




CI 



TLC : Rf 0.35 : ffi&^jv= 3 : 1) ; 

NMR(CDC1 3 ) : 5 7.74 (2H, d, J=6.0 Hz), 7.68 (2H, d, J=6.0 Hz), 7.42 (2H, d, 
J=8.0 Hz), 7.38 (2H, d, J=8.0 Hz), 7.28-7.14 (5H, m), 5.88 (1H, bs), 4.59 (2H, s), 
5 3 .72 (2H, t, J=7.0 Hz), 2.94 (2H, t, J=7.0 Hz) 0 

mm.mi (6) 



T L C : R f 0.42 (^rl^ : g^^^= 3:1) ; 

NMR(CDC1 3 ): 6 7.72 (4H, m), 7.42 (4H, m), 5.85 (1H, bs), 4.58 (2H, s), 3.38 (1H, 

m), 1.98 (2H, m), 1.78 (2H, m), 1,55 (2H, m), 1.44-1.12 (4H, m) 0 

15 HWlll (7) 

(4-^dd7x^) [4- O/h^^^vv) y^=-)V\ -fc^m. 

OH 



OH 



10 
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T L C : R f 0.45 (^f-V : g^^/l/= 3:1) ; 
NMR(CDC1 3 ) : 6 7.78 (2H, d, J=8.0 Hz), 7.75 (2H, d, J=7.5 Hz), 7.42 (4H, d, 
J=8.0 Hz), 7.88 (1H, bs), 4.56 (2H, s), 3.50 (2H, t, J=7.0 Hz), 1.60 (2H, m), 1.44 (2H, 
m), 0.94 (3H,t, J=7.0Hz) o 

llMi (8) 

(l, i' — \?y*.~;v— 4 — (M [4- {/<~y-J;^^y^J-^) 7 

OH 



i 




10 T L C : R f 0.43 (^f"^ : 8*3^/1"= 2 : 1) ; 

NMR(CDC1 3 ) : 5 7.92 (2H, d, J=8.5 Hz), 7.82 (2H, d, J=7.5 Hz), 7.75-7.58 (4H, 
m), 7.55-7.28 (10H, m), 5.94 (1H, bs), 4.62 (2H, s), 4.60 (2H, s) 0 

15 (4-^na7x^) (3- (^y^^^^f/l') y ^)V) ft$Wl 

OH 



i 




TLC : R f 0.43 (^f-y : g^^/t^ 2 : l) ; 

NMR(CDC1 3 ) : 5 7.74 (3H, d, J=8.0 Hz), 7.66 (1H, d, J=5.5 Hz), 7.58-7.25 (9H, 

m), 5.95 (1H, bs), 4.58 (4H, m) D 



54 



WO 03/033002 



PCT/JP02/10534 



iiii (i o) 

Wt 

OH 



i 




CI 



5 T L C : R f 0.36 (^1^ : >V= 2:1) ; 

NMR(CDC1 3 ) : 5 7.80 (2H, d, J=7.0 Hz), 7.45 (2H, d, J=7.0 Hz), 7.50-7.20 (8H, 
m), 5.84 (1H, bs), 4.81 (2H, s), 4.79 (2H, s)„ 

iiii (i i) 

10 (4-7 , n ; t7x^) (4- {^s&jVtti/tJ-M 7z*~M frtm 



OH 

i 




T L C : R f 0.40 (^rl^ : Wl&^^= 3:2) ; 
NMR(CDC1 3 ) : 8 7.74 (2H, d, 1=7.5 Hz), 7.68 (2H, d, J=8.0 Hz), 7.57 (2H, d, 
J=8.0 Hz), 7.45 (2H, d, J=7.5 Hz), 7.42-7.26 (5H, m), 5.95 (1H, bs), 4.60 (2H, s), 
15 4.58 (2H, s)„ 



iiii (i 2) 

(4-^PP7i^) [4- (2- {7 *-~)\>T ^ J % 7l/|^t^^) 
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OH 



i 




H 



TLC : Rf 0.58 (^nn^/UA : /U=5 0 : l) ; 

NMR(d 6 -DMSO) : 5 9.88 (1H, s), 9.54 (1H, s), 7.69 (2H, d, J=8.0 Hz), 7.64 (2H, 
d, J=7.0 Hz), 7.46 (2H, d, J=8.0 Hz), 7.41 (2H, d, J=7.0 Hz), 7.33 (2H, d, J=7.0 Hz), 
5 7.25 (2H, dd, J=7.0, 7.0 Hz), 6.95 (1H, dd, J=7.0, 7.0 Hz), 4.35 (2H, t, J=7.0 Hz), 
3.02 (2H,t, J=7.0Hz) o 

Hi 1 (13) 
(4-^np7x^) [4- (2- 
io y^}V\ 

OH 



i 




TLC : R f 0.43 (^rf-^ : g^^fvl^ 2:1) ; 
NMR(CDC1 3 ) : 5 7.74 (2H, d, J=6.5 Hz), 7.70 (2H, d, J=9.5 Hz), 7.42 (2H, d, 
J=9.5 Hz), 7.28 (2H, d, J=6.5 Hz), 5.90 (1H, bs), 4.38 (2H, t, J=7.0 Hz), 3.78 (3H, s), 
15 3.05 (2H,t, J=7.0Hz) o 

mmmi (14) 

(4-^PP7i^) [4- (2- ( (2-^f;l/-4-^fP7x^) 
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OH 

I 




T L C : R f 0.25 (^f-V : BB^^= 2:1) ; 
NMR(CDCl 3 +DMSO-d 6 (5drops)) : 6 9.18 (1H, bs), 8.05 (3H, s), 7.74 (2H, d, 
J=7.5 Hz), 7.73 (2H, d, J=7.5 Hz), 7.40-7.22 (4H, m), 4.47 (2H, t, J=7.0 Hz), 3.08 
5 (2H, t, J=7.0 Hz), 2.35 (3H, s) D 

liii (i 5) 

(4-^pp7^/V) [4- (2- ( (3, 5-v 5 h^rV^/^^/V) 




TLC:Rf 0.27 (^f"^ : mk^^= 1 : 1 ) ; 
NMR(d 6 -DMSO+CDCl 3 (10%)) : S 10.5 (1H, s), 9.86 (1H, s), 8.38 (2H, s), 8.12 
(1H, s), 7.72 (2H, d, J=8.0 Hz), 7.64 (2H, d, J=8.0 Hz), 7.41 (2H, d, J=8.0 Hz), 7.32 
(2H, d, J=8.0 Hz), 4.38 (2H, t, J=6.0 Hz), 3.88 (6H, s), 3.02 (2H, t, J=6.0 Hz) G 

15 

till (1 6) 

(4-^pp7j^V) [4- (2- (1 Y3ci/3);V7$~)V-2-* = ?- 
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OH 




TLC : R f 0.38 (^dff-V : #&^*?-ju= 1:1) ; 
NMR(CDC1 3 ) : 8 7.75 (2H, d, J=7.0 Hz), 7.65 (2H, d, J=7.5 Hz), 7.38 (2H, d, 
J=7.0 Hz), 7.28 (2H, d, J=7.5 Hz), 6.40-5.80 (1H, bs), 5.19 (1H, d, J=8.0 Hz), 4.40- 
5 4.05 (5H, m), 2.98 (2H, t, J=7.0 Hz), 2.50-2.05 (1H, m), 1.16 (3H, t, J=7.0 Hz), 0.95 
(3H, d, J=5.5 Hz), 0.88 (3H, d, J=5.5 Hz) 0 

Br Br 



10 




0°C^^*PUfc7K^'fb^-h ]J !7A (0.88 g ; 6 0% in oil) ©THF (3 0 
ml) WMWL\^ 2.-^fu^^<^;VT/V^—jV (3.8 g) ©THF (10m 

i) mwi*T^>wmn.T, i5^i^miTu 

bfco ^^#/^2-^n^^v?/^n^ K (6.0 g) ©THF (10m 

15 i) mm*nx-s tiati^^u,, Eti&mffi.**K&€, in» 

L7c 0 iS^7^^a-7f^77^- (^f-V:M^^-/W=i : 0^ 
100:1-^10:1) X*ffiMLX, UT<0^m$.^ir^mmi\:^ (5.77 
g) £#7c 0 
20 TLC : Rf 0.24 (^f"^) ; 

NM R (CDC1 3 ) : 5 7.56 (4H, d, J = 8 Hz), 7.33 (2H, t, J = 8 Hz), 7. 15 (2H, t, J = 8 
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Hz), 4.71 (4H, s)c 



iJ2 



If* [2- (t Fv^S/y x.^A'&y A*) '^vM tA' 




##i2tHiltfd^tl (3 5 6mg) OTHF (10ml) 
T/^=^^#ffl^T, -7 8°C-e 1.6M(Dn-^^y (1.4ml) &}gT 

u i#raj*#Lfc„ Bu&m&mz*My-7vtf*i>'7=--A'tf , 7> (0.55 

ml) StJd*., Mi? 2 B*lffl*# Lfc. 1 NJMfcJq*., 

10 ItSfe^A-CftbttiLfco #M b 0 >)AT«U «^bfe 0 

(1 7 3mg) £r#fc 0 
TLC : R f 0.27 (H^^f-A : ^^ff-^= 1:3) ; 
15 NMR(CDC1 3 ): 8 7.6-7.8 (6H, m), 7.2-7.4 (8H, m), 5.06 (4H, s) 0 



20 



i!2 (1) -2 (2) 



^MJ2 (1) 



n2 tmm^m^n^. 



1, (4- (tKn^7j^!j^) ^/^vO 
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OH 

I 




I 

OH 



TLC:Rf 0.25 (^M^ : iHfctfvl^ 2 : 1) ; 

NMR(CDC1 3 ) : 5 7.68 (8H, m), 7.50 (6H, m), 6.96 (4H, d, J=9.0 Hz), 5.75 (2H, s), 

4.08 (4H, t, J=4.0 Hz), 2.02 (4H, t, J=4.0 Hz) G 

mmm2 (2) 




OH OH 



T L C : R f 0.31 (^f-V : f^^^= 2 : 1) ; 
10 NMR(CDC1 3 ) : 5 8.25 (d, J = 6.6 Hz, 2H), 7.88-7.74 (m, 6H), 7.64-7.32 (m, 10H), 
5.85 (s, 2H), 4.66 (s, 4H) C 

If* (3-^pn-4-^f^7i=/V) -foVW. 

OH 

i 



15 




-r^v^AJt (0.97g) £3t£lN 77t'=^ttifcLT&zk 
THF (4 0ml) 1 , 2-i^/PW^ (ftft) fcJPfcfc. 
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3 _^po_4_^;V7 I -^ l 3 * K (6.2 g) ©THF (20ml) f 

Wl^X^M U - 7 8°C\a%MLfc*VM MM (1.36m 1)(DTHF (2 
Oml) S^^^>o< t9*Px, SfSMtlN 
5 « (10 0ml) SrJPx., ^S^SI^^IlSffi Ufc D ^OT^K^ 

-/V«^LT, J^T^tltM^^-t-^tlM^tl (2.89 g) £#fc 0 
T L C : R f 0.38 (gj&o.^vl' : ^^>= 1:1) ; 
10 NMR(200 MHz, CDC1 3 ) : 5 7.72 (2H, s), 7.53 (2H, d, J = 7 Hz), 7.29 (2H, d, J = 7 
Hz), 5.7-6.0 (1H, br), 2.45 (6H, s) G 

mMM3 (1) 

If* [4- (2- h^yXfrtf-M 7^=-^ 



T L C : R f 0.28 (^ ^rf-^ : ftSfc^^^= 3:1) ; 

NMR(CD 3 OD) : 5 7.70 (2H, d, J=17 Hz), 7.58 (8H, s), 6.56 (2H, d, J=17 Hz), 

20 3.79 (6H, s) 0 
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3Wt«3T?»ftUfcft^* (lOOmg) &«fctW-^n^f-^/l^* 
y _, vr ^ (5 2mg) (D^ZJ—fr (2ml) ^fi"C— <6jf# 

5 ;^SI£| B bT, EAT©4M*te&^1~*«Sft'£'& (10 5mg) &#fc 0 
T L C : R f 0.27 (Ti? h h ]} )V : tK= 3:1, reverse phase) ; 
NMR(CDC1 3 ) : 5 7.44 (2H, s), 7.23 (2H, d, J=8 Hz), 7.11 (2H, d, J=8 Hz), 3.92 
(2H, t, J=7 Hz), 2.92 (2H, t, J=7 Hz), 2.50-2.75 (1H, br), 2.32 (6H, s), 1.8-2.0 (2H, 
br), 1.5-1.7 (4H, br), 0.9-1.2 (4H, br) D 

10 

(I) -4 (5 3) 

mmn (i) , wj2t«ifd^, fa%-tz>it&mzm^x& 

oXMToik&mttntCo 
(1) 
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I 




T L C : R f 0.30 (T*fc h=-YVJ^: tK= 3:1, reverse phase) ; 
NMR(CDC1 3 ) : 8 7.64 (4H, d, J=8 Hz), 7.52 (4H, d, J=8 Hz), 5.43 (2H, br), 4.00 
(2H,t, J=6Hz),3.05(2H,m) o 

5 

ilii (2) 

H 2 Nk 



T L C : R f 0.34 (T± b — h V : 7k= 3:1, reverse phase) ; 
10 NMR(CDCl 3 +d 6 -DMSO(5drops)) : 5 4.35-4.00 (2H, bs), 3.90 (2H, t, J=6.0Hz), 
2.95 (2H, m), 1.80-1.28 (12H, m), 1.28-0.98 (4H, m), 0.95-0.68 (2H, m) 0 

gUMi (3) 

H 2 N. 




15 
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T L C : R f 0.48 (T± h =■ h V : tR= 3:1, reverse phase) ; 
NMR(CDCl 3 +d 6 -DMSO(2drops)) : 5 7.38 (2H, d, J=7.5Hz), 7.08 (2H, dd, J=7.5, 
2.0Hz) 6.98 (2H, d, J=2.0Hz), 5.40-4.70 (2H, bs), 3.92 (2H,t, J=6.5Hz), 3.04 (2H, t, 
J=6.5Hz), 2.12(6H,s) 0 

5 

mmM4 (4) 

tr* (4-^W$ J 7,)Vfo=.)\,y Ht^Wl 2-T % ; 

H 2 N 



I 




T L C : R f 0.34 (T± h ~ h V ^ : * = 2 1 , reverse phase) ; 
10 NMR(CDCl 3 +d 6 -DMSO(10drops)) : 5 8.18 (2H, d, J=7.5Hz), 7.76 (4H, d, 
J=7.5Hz), 7.64 (2H, d, J=7.5Hz), 3.72 (2H, bs), 2.94 (2H, bs), 2.68 (6H, s), 2.64 (6H, 
s) 0 



"(14 (5) 



15 




T L C : R f 0.25 (T"fc r*^ h U : tR= 3:1, reverse phase) ; 
NMR(CD 3 OD) : 5 8.10-7.84 (2H, m), 7.86-7.50 (8H, m), 7.35 (4H, d, J=4.0Hz), 
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4.02 (2H, t, J=6.3, 0-CH2), 3.08 (2H, t, J=6.3Hz, N-CH2) 0 



il4 (6) 



H 2 N. 



H 3 C 



CI 





CH 3 



CI 



T L C : R f 0.35 (Ti? h V As : tK= 3 : 1 , reverse phase) ; 
NMR(CDCl 3 +d 6 -DMSO(2drops)) : 5 7.35 (2H, s), 7.19 (4H, s), 5.12 (2H, bs), 
3.96 (2H, t, J=6.2Hz), 3.00 (2H, bm), 2.32 (6H, s)„ 



io mmm4 m 

CU ^B. ^ XI 



H 3 C 





CH a 



TLC : R f 0.38 (T± h iJ/U : tK= 3 : 1 , reverse phase) ; 
NMR(CDCl 3 +d 6 -DMSO(4drops)) : 5 7.38 (2H, s), 7.17 (2H, d, J=8.2Hz), 7.10 
15 (2H, d, J=8.2Hz), 4.87 (2H, s), 3.90 (2H, t, J=6.3Hz), 2.92 (2H, bs), 2.30 (6H, s) 0 



fH (8) 
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T L C : R f 0.40 (Tir h ~ h V JV : tK= 3:1, reverse phase) ; 
NMR(CDCl 3 +d 6 -DMSO(5drops)) : 5 7.35 (4H, d, J=2.0 Hz), 7.13 (2H, dd, J=2.0, 
2.0 Hz), 5.90 (2H, bs), 3.93 (2H, t, J=5.5 Hz), 3.00 (2H, tdd, J=5.5, 5.0, 5.0 Hz) 0 



mmwu o) 



TLC:Rf 0.21 mW.^^ : ^^rf"^= 1 : 1) ; 
10 NMR(CDC1 3 ) : 6 8.35 (1H, d, J=5 Hz), 8.02 (1H, t, J=5 Hz), 7.57 (1H, d, J=5 Hz), 
7.53 (1H, t, J=5 Hz), 7.29 (2H, s), 7.05-7.20 (4H, m), 5.28 (2H, s), 2.32 (6H, s) 0 

mrnrn^ (i o) 

15 ;v 
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T L C : R f 0.28 (Tir h =■ b V : 7k= 3:1, reverse phase) ; 
NMR(CDC1 3 ) : 5 7.65 (2H, s), 7.49 (2H, d, J=8 Hz), 7.12 (2H, d, J=8 Hz), 4.26 
(2H, t, J=7 Hz), 2.92 (2H, t, J=7 Hz), 2.58 (6H, s), 2.3 1 (6H, s) 0 

5 

mmm* (1 1) 

H 2 N. 




10 T L C : R f 0.28 (T± h=- h V ^ : tK= 3:1, reverse phase) ; 

NMR(CDC1 3 ) : 5 7.32 (2H, s), 7.10 (4H, s), 3.9-4.2 (3H, br), 2.9- 3.1 (1H, br), 
2.2-2.6 (1H, br), 2.32 (6H, s), 1.27 (3H, d, J=7 Hz) D 

il!4 (1 2) 



15 tf* (3-^nn-4-^Wx^V) fc$m 2- (y^^T%/) 
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H 
N 



H 3 C 



CH 3 



T L C : R f 0.28 (T± h ~ hV i\s : tR= 3 : 1 , reverse phase) ; 
NMR(CDC1 3 ) : 6 7.5-7.7 (2H, br), 7.3-7.5 (2H, br), 7.25 (2H, d, J=8 Hz), 7.17 (2H, 
d, J=8 Hz), 6.76 (1H, t, J=8 Hz), 6.66 (2H, d, J=8 Hz), 3.9-4.1 (2H, br), 3.38 (2H, t, 
5 J=7Hz),2.42(s,6H)„ 

H»ll4 (1 3) 

tr* (4-^PD7x^) *$m. 2-7^;-4-^7^/-i-t 
^y^A- 



T L C : R f 0.65 (Xir b ~ h !J fV : tK= 3 : 1, reverse phase) 0 
SMLi (1 4) 




10 




15 cx^/l" 



L 



68 



WO 03/033002 



PCT/JP02/10534 




N 



I 




TLC: Rf 0.27 (Tir b ~ h ]} /V : 7k = 3:1, reverse phase) ; 
NMR(CDC1 3 ) : 5 7.10-7.50 (11H, m), 3.90-4.10 (2H, br), 3.64 (2H, s), 2.85 (2H, t, 
J=7Hz), 2.35(6H,s) 0 



mm.MA (1 5) 

i?X ( 3 _^ 110-4-^^71^) ftVM ( 3 — 1 , 2, 
3 — h U 7 /—/V- 4 — ^ ^ 



10 TLC : Rf 0.33 (Ti? f MJ : tK= 2:1, reverse phase) ; 

NMR(d 6 -DMSO) : 8 7.83 (1H, s), 7.62 (2H, s), 7.47 (2H, d, J=7.5 Hz), 7.32 (7H, 
m), 5.55 (2H, s), 4.55 (1H, s), 4.52 (1H, s), 2.39 (6H, s) 0 

H»J4 (1 6) 

15 fcT;* (3-^np-4-^Wx^/V) frVW. 2-7i=/>-2-7^ 
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TLC : Rf 0.25 (T± h ~ V 9 ;V : * = 3 : 1, reverse phase) ; 
NMR(CDC1 3 ) : 8 7.40 (2H, s), 7.25-7.40 (3H, m), 7.00-7.25 (6H, m), 4.30-4.70 
(2H, br), 4.10-4.30 (2H, br), 3.90 (1H, t, J=10 Hz), 2.32 (6H, s) D 

5 

MM4 (1 7) 




10 TLC : Rf 0.27 (T± h ~ h V : tK= 3 : 1, reverse phase) ; 

NMR(CDC1 3 ) : 6 7.26 (2H, s), 7.10 (2H, d, J=8 Hz), 6.90 (2H, d, J=8 Hz), 3.55 
(2H, t, J=7 Hz), 2.97 (4H, t, J=6 Hz)), 2.58 (4H, t, J=6 Hz), 2.48 (2H, t, 1=7 Hz), 2.14 
(6H, s) D 

15 (1 8) 
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H 




T L C : R f 0.28 (Tir h~ hV & : tK= 3:1, reverse phase) ; 
NMR(CDC1 3 ) : 6 7.43 (2H, s), 7.22 (2H, d, J=8 Hz), 7.13 (2H, d, J=8 Hz), 4.00 
(2H, t, J=7 Hz), 2.90-3.05 (2H, br), 2.54 (2H, t, J=7 Hz), 2.33 (6H, s), 1.35-1.55 (2H, 
5 m), 1.15-1.35 (2H, m), 0.87 (3H, t, J=7 Hz) 0 

(1 9) 

fcf* (3-^on-4-^Wi=^) -fcVB. 1-7^=-^- 1 - (2 



10 




TLC : R f 0.58 (ifflft*^ : ^1^= 1:1) ; 

NMR(CDC1 3 ) : 6 8.38 (1H, d, J=5 Hz), 7.93 (1H, t, J=8 Hz), 7.1-7.6 (13H, m), 

6.07 (1H, s), 2.36 (3H, s), 2.34 (3H, s), 

is mmm* (20) 
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H2N./COOCH3 

o 

i 




TLC : R f 0.45 (Ti? b ~ f V A' : 7K= 3 : 1, reverse phase) ; 
NMR(CDC1 3 ) : 5 7.26 (8H, m), 5.05-4.50 (2H, bs), 4.13 (1H, dd, J=10, 5.5 Hz), 
3.90 (2H,m), 3.80 (3H, s)„ 

5 

mmm* (2 1) 




10 T L C : R f 0.26 (Tir h~ hV A* : tK= 3:1, reverse phase) ; 

NMR(CDC1 3 ) : 6 7.42 (2H, s), 7.05-7.35 (9H, m), 4.2-4.4 (1H, br), 3.8-4.1 (1H, 
br), 3.22 (1H, dd, J=14, 5 Hz), 2.91 (1H, dd, J=14, 5 Hz), 2.9-3.1 (1H, br), 2.4-2.7 
(1H, br), 2.35 (3H, s), 2.33 (3H, s), 2.28 (3H, s)„ 

15 lUMi (2 2) 

feT* (3-^ -foVB. 1-7^^-2-7 5 
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TLC;Rf 0.26 (Tir h =■ JV : 7k= 3:1, reverse phase) ; 
NMR(CDC1 3 ) : 5 7.05-7.45 (11H, m), 4.87 (1H, dd, J=10, 5 Hz), 4.0 -4.3 (2H, br), 
3.1-3.3 (1H, br), 2.5-2.7 (1H, br), 2.36 (3H, s), 2.33 (3H, s)„ 



mmM4 (2 3) 

^i/^f/u) -2- uw^;) 



10 T L C : R f 0.56 (T"fe h ~ h V A* : tK= 3 : 1, reverse phase) ; 

NMR(CDC1 3 ) : 8 7.50 (2H, s), 7.31-7.13 (6H, m), 7.06 (1H, d, J=8.0 Hz), 6.79 
(2H, bd, J=7.5 Hz), 4.80-4.35 (2H, bs), 4.11 (2H, s), 3.30-2.70 (2H, bs), 2.22 (3H, d, 
J=4.6 Hz), 2.33 (3H, s), 2.29 (3H, s)„ 

15 mMMA (2 4) 



If* (3-^do-4-^Wi^) *r>^ l—y=.~As-2- (1 



5 
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T L C : R f 0.43 (T± h—h])/^: zk= 3:1, reverse phase) ; 
NMR(CDC1 3 ) : 5 7.56 (4H, bs), 7.50-7.24 (5H, m), 7.08 (2H, bs), 4.94 (1H, dd, 
J=12, 4.5 Hz), 4.22-3.90 (2H, m), 4.08 (2H, q, J=6.8 Hz), 3.38 (1H, m), 2.82 (1H, m), 
5 2.72-2.20 (3H, m), 2.38 (6H, s), 2.10-1.75 (2H, m), 1.48-1.18 (2H, m), 1.22 (3H, t, 
J=6.8 Hz) 0 



Hi 4 (25) 

If* (3-^PO-4-^;V7x^/V) ft^M l- UW^/^f- 

io M ; 




T L C : R f 0.28 (Ti? h~ f V : tK= 2 : 1 , reverse phase) ; 
NMR(CDC1 3 ) : 8 7.48 (2H, d, J=3.5 Hz), 7.26 (2H, m), 7.19 (1H, d, J=7.5 Hz), 
7.08 (1H, d, J=7.5 Hz), 4.08 (1H, bs), 3.09 (1H, bs), 3.18 (1H, bs), 2.35 (6H, s), 2.32 
15 (3H, s), 1.80 (1H, m), 1.70-1.20 (m, 14H), 0.88 (3H, t, J=7.0 Hz) 0 
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Hi 4(26) 




5 TLC :Rf 0.61 Qgt&^/U : ^^ff->= l : 1 ) ; 

NMR(CDC1 3 ) : 5 8.32 (1H, d, J=5 Hz), 7.95 (1H, t, J=8 Hz), 7.35- 7.50 (3H, m), 
7.05-7.30 (10H, m), 5.26 (1H, dd, J=8, 3 Hz), 2.9-3.1 (2H, m), 2.30 (6H, d, J=5 Hz), 
2.1-2.4 (2H,m) 0 

10 HJfeffiU (2 7) 

If* (3-^pp-4-^Wx=/V) *!7^ z/*- S-yzr.=-/U- 1 




T L C : R f 0.59(^^^:^1^=1:1) ; 
15 NMR(CDC1 3 ) : 8 8.32 (1H, d, J=5 Hz), 8.00 (1H, t, J=8 Hz), 7.05- 7.60 (13H, m), 
6.94 (1H, d, J=10 Hz), 6.02 (1H, d, J=10 Hz), 5.92 (1H, t, J=10 Hz), 2.31 (6H, d, J=l 
Hz) c 
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mMM4 (2 8) 

If* (3-^dd-4-^Wx-/1/) 1- (5-7^/^^ 




5 T L C : R f 0.28 (Ti? b= MJ/l' : tK= 3:1, reverse phase) ; 

N M R (DMSO-d 6 ) : 5 8.67 (1H, s), 7.1-7.5 (11H, m), 5.80 (1H, s), 2.22 (6H; s), 
1.80(3H,s) o 

(2 9) 

10 tr* (3-^PO-4-/f/^i^) Jfc^Sfe 1- (2--<^V!J^) 
- 1 -7 x.~)V*=$->V 




T L C : R f 0.28 (Tir h =• h]) tV : tK= 3 : 1, reverse phase) ; 
NMR(DMSO-d 6 ) : 5 7.57 (1H, s), 7.10-7.45 (12H, m), 6.08 (1H, s), 2.23 (6H, s) Q 

15 

mifofiu (3 0) 
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T L C : R f 0.44 (gfcjgaL^vl/ : ^f^= 1:1) ; 
NMR(CDC1 3 ) : 6 8.30 (1H, d, J=5 Hz), 8.04 (1H, t, J=6 Hz), 7.45- 7.55 (2H, m), 
5 7.32 (1H, s), 7.05-7.25 (m, 5H), 5.32 (1H, q, J=7 Hz), 2.32 (6H, s), 1.71 (3H, d, J=7 
Hz) 0 

mm* (3D 

10 2 — 7"^^— 




T L C : R f 0.53 (@^^^ : ^ d rf">'= 1 : 1) ; 
NMR(CDC1 3 ) : 8 8.32 (1H, d, J=6 Hz), 8.06 (1H, t, J=8 Hz), 7.53 (2H, t, J=8 Hz), 
7.35 (1H, s), 7.05-7.25 (m, 5H), 6.10 (1H, ddd, J=18, 10, 8 Hz), 5.62 (1H, d, J=18 
15 Hz), 5.60 (1H, d, J=8 Hz), 5.43 (1H, d, J=10 Hz), 2.25 (6H, s) 0 



mmm4 (3 2) 
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O 




CI 



B 



CI 



T L C : R f 0.50 (gm^jU ■ 1:1) ; 

NMR(CDC1 3 ) : 6 8.31 (1H, d, J=5 Hz), 8.06 (1H, t, J=6 Hz), 7.50- 7.60 (2H, m), 
5 7.24 (2H, s), 7.11 (2H, d, J=6 Hz), 7.08 (2H, d, 1=6 Hz), 2.50 (6H, s), 1.60 (6H, s) 0 

gUMi (3 3) 



^ (3-^ nt3-4-^f;V7x^) l-7^=-A^-l- (2 

— t 5 ;7x^) ^fvi' 



T L C : R f 0.27 (T"fe b =■ hD ?V : tK= 3:1, reverse phase) ; 
NMR(CD 3 OD) : 5 6.95-7.55 (15H, m), 6.70 (1H, d, J=8 Hz), 5.68 (1H, s), 2.27 
(6H,s) D 

15 mmm4 (34) 

tf* (3-^nn-4-^Wi^) #£8fe (IS, 2 R) -1, 2 
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O 



NH 2 
XI 




CI 



B 



T L C : R f 0.25 (T± b — bV : tK= 3:1, reverse phase) ; 
NMR(CDC1 3 ) : 6 7.62 (1H, s), 7.50 (1H, s), 7.47 (1H, d, J=9 Hz), 7.30 (1H, d, J=8 
Hz), 6.9-7.2 (10H, m), 6.8-6.9 (2H, m), 5.33 (1H, d, J=5 Hz), 4.45-4.70 (3H, br), 
5 2.35 (6H, s) 0 

%mmA (35) 

if* (z—puu-A-tf-fvysL-M -foym. (1R, 2S) -l, 2 



T L C : R f 0.25 (T± b=- V 3 A* : 7k= 3:1, reverse phase) ; 
NMR(CDC1 3 ) : 5 7.62 (1H, s), 7.50 (1H, s), 7.47 (1H, d, J=9 Hz), 7.30 (1H, d, J=8 
Hz), 6.9-7.2 (10H, m), 6.8-6.9 (2H, m), 5.33 (1H, d, J=5 Hz), 4.45-4.70 (3H, br), 
2.35 (6H, s)„ 

15 

mifamA (3 6) 

If* (3-^nn-4-^Wi^) l-7i^V-l- (tf 



10 
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T L C : R f 0.26 (Ti? h =■ f ]) ;V : tK= 3 : 1, reverse phase) ; 
NMR(CDC1 3 ) : 5 8.92 (1H, d, J=3 Hz), 8.73 (1H, s), 8.36 (1H, d, J=3 Hz), 7.4-7.6 
(6H, m), 7.1-7.3 (5H, m), 6.20 (1H, s), 2.35 (6H, s) 0 

5 

mmm4 (3 d 

CH 3 
CH3 p ^CH3 




10 T L C : R f 0.27 (Ti? h = MJ )V : 7k= 3:1, reverse phase) ; 

NMR(CDC1 3 ) : 5 7.68 (2H, s), 7.47 (2H, d, J=8 Hz), 7.10 (2H, d, J=8 Hz), 4.3-4.5 
(1H, br), 2.6-2.9 (4H, br), 2.46 (12H, s), 2.30 (6H, s) 0 

mmm4 o 8) 
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H 

N 



T L C : R f 0.25 (Tir h = hV ^ : tR= 3:1, reverse phase) ; 
NMR(CD 3 OD) : 6 6.7-7.6 (13H, m), 6.22 (1H, d, J=3 Hz), 2.35 (6H, s) c 

5 |jg4 (3 9) 

tr* (3-^nD-4-^f^7x^;u) -foVW. 1- (4-M)7;vtn 
7? *5-}V7 zts/l/) -1- (2-tfy 



T L C : R f 0.57 (It^f-/!/ : ^=¥f">-= 1 : 1) ; 
10 NMR(CDC1 3 ) : 6 8.41 (1H, d, J=5 Hz), 7.97 (1H, t, J=8 Hz), 7.60- 7.75 (4H, m), 
7.57 (1H, t, J=5 Hz), 7.43 (1H, s), 7.20-7.30 (3H, m), 7.10-7.20 (3H, m), 6.12 (1H, s), 
2.35 (3H, s), 2.34 (3H, s) Q 

1114 (4 0) 

15 tr* (3-^on-4-^Ws^) *>7^ 1- (4-7tf/l/T5 
7) y^=-;v- 1- (2-fcr!?iM<0 7^^-71/ 
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CH 3 




T L C : R f 0.13 <gft&^?-jV : ^f-^= 3 : 1) ; 
NMR(CDC1 3 ) : 5 8.36 (1H, d, J=5 Hz), 7.94 (1H, t, J=8 Hz), 7.63 (1H, s), 7.35- 
7.55 (6H, m), 7.24 (2H, d, J=4 Hz), 7.23 (1H, t, J=8 Hz), 7.10-7.20 (3H, m), 6.04 
5 (1H, s), 2.32 (6H, s), 2. 1 1 (3H, s) 0 

mm&u (4 1) 



10 




T L C : R f 0.26 (Tir f^MJ^: 7k= 3:1, reverse phase) ; 

N M R (DMSO-d 6 ) : 6 7.82 (2H, s), 7.64 (2H, d, J=8 Hz), 7.50 (2H, d, J=8 Hz), 

6.30-6.55 (2H, br), 3.78 (2H, t, J=7 Hz), 2.89 (2H, t, J=7 Hz) D 

15 mWM4 (4 2) 

i?x (3-^nn-4-^Wx^) *£g| 1- 
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T L C : R f 0.56 (Mfe^/l/ : ^MJ-f= 1 : 1) ; 
NMR(CDC1 3 ) : 8 8.39 (1H, d, J=5 Hz), 7.93 (1H, d, J=8 Hz), 7.57 (1H, dd, J=8, 5 
5 Hz), 7.10-7.45 (1 1H, m), 6.24 (1H, s), 2.35 (6H, s) e 



ij4 (4 3) 



If* (3, (f!J7;^n^f;l/) 7x=^) 

H 2 N. 



10 




NMR(DMSO-d 6 ) : 5 8.03 (4H, s), 7.75 (2H, s), 6.5-6.7 (2H, br), 3.83 (2H, t, J=6 
Hz), 2.81 (2H, t, J=6 Hz) 0 



ift4 (4 4) 

is tr^ o, 4, 5-hyy^**7^~M 
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o 




NMR(DMSO-d 6 ) : 5 7.0-7.2 (4H, m), 6.2-6.4 (2H, br), 3.74 (2H, t, 1=6 Hz), 2.86 
(2H, t, J=6 Hz) 0 

5 H»J4 (4 5) 

(2, 3, 4-MJ7^tP7x=;l/) -fcVW. 

H 2 N. 



N M R (DMSO-d 6 ) : 8 7.08 (2H, d, J=4 Hz), 7.03 (2H, d, J=4 Hz), 6.45- 6.65 (2H, 
br), 3.73 (2H, t, J=6 Hz), 2.91 (2H, t, J=6 Hz) 0 

10 

H»J4 (4 6) 

fcT* (3-^np-4- (1, l--J^=f-/V^;V) 7 ^~;V) *r>^ 2 
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TLC : R f 0.08 (Ti? f~ h V )V : tK= 3:1, reverse phase) ; 
NMR(CDC1 3 -CD 3 0D): 5 7.37 (2H, s), 7.30 (2H, d, J=8 Hz), 7.15 (2H, d, J=8 Hz), 
3.82 (2H, t, J=7 Hz), 2.85 (2H, t, 1=7 Hz), 1.44 (18H, s) c 

5 mWfiU (4 7) 




TLC:Rf 0.68 mWi^^ : ^f-V= 1:1) ; 
10 NMR(CDC1 3 ) : 6 8.64 (1H, d, J=6 Hz), 8.25 (1H, dd, J=6, 2 Hz), 7.93 (1H, s), 
7.4-7.6 (6H, m), 7.26 (2H, s), 7.1- 7.2 (3H, m), 6.17 (1H, s), 2.33 (6H, s) 0 

Hjjffij4 (4 8) 

« (3-^pd-4-^Wx^) 1- (4-^P^t°Uv ? 

15 I/- 2-' <M -l-7x^f/> 
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T L C : R f 0.68 (g&t^/U : 1:1); 

NMR(CDC1 3 ) : 8 8.18 (1H, d, J=5 Hz), 7.66 (1H, d, J=5 Hz), 7.35- 7.55 (7H, m), 

7.1-7.3 (5H, m), 6.03 (1H, s), 2.33 (6H, s), 

5 "SMMA (4 9) 

tr* (3-^PP-4-^f^7x^) 5, 6, 7, 8-7f7 



T L C : R f 0.41 : ^f-^= 1 : 1) ; 

10 NMR(CDC1 3 ) : 6 8.11 (1H, d, J=6 Hz), 7.72 (1H, d, J=8 Hz), 7.39 (1H, dd, J=8, 6 
Hz), 7.0-7.3 (6H, m), 4.84 (1H, dd, J=10, 6 Hz), 2.70-3.05 (2H, m), 2.50-2.70 (1H, 
m), 2.33 (3H, s), 2.28 (3H, s), 2.10-2.25 (1H, ra), 1.7-2.0 (2H, m) 0 

gUMi (5 0) 



15 (4-^on7i^;V) (4-^dp-2-^^7xx;V) 2 





L 
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T L C : R f 0.32 (T± h — hV A- : tK= 3:1, reverse phase) ; 
NMR(CDCl 3 +d 6 -DMSO(5drops)) : 5 7.42 (2H, d, J=7.5 Hz), 7.33 (1H, d, J=1.2 
Hz), 7.14 (2H, d, J=7.5 Hz), 7.06 (1H, dd, J=8.0, 1.2 Hz), 6.75 (1H, d, J=8.0 Hz), 
5.90 (1H, bs), 5.72 (1H, bs), 3.95 (1H, s), 3.82 (3H, s), 3.18-2.80 (3H, m) 0 

mMM4 (5 1) 



(4-^bp7i=/V) (l-t7f^) fcVB: 




T L C : R f 0.25 (Tir h~ hV A* : tK= 3:1, reverse phase) ; 
10 NMR(CDCl 3 +d 6 -DMSO(10drops)) : 8 8.19 (1H, d, J=8.0 Hz), 7.74 (1H, d, J=7.0 
Hz), 7.70-7.55 (2H, m), 7.38 (2H, d, J=7.5 Hz), 7.45-7.16 (3H, m), 7.05 (2H, t, J=7.5 
Hz), 6.52-6.00 (2H, bs), 4.12-3.64 (2H, t, J=5.5 Hz), 2.98 (2H, m) c 



mmm* (5 2) 

15 (4-^PD7^/V) (1, 1' -Vy^—SU- *r7j 

r^y ^a- 

H 2 N 




2 - 



T L C : R f 0.25 (Ti? f =. h ] J A* : tK= 3:1, reverse phase) ; 
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NMR(CDCl 3 +d 6 -DMSO(3drops)) : 8 7.62-7.25 (11H, m), 7.22 (2H, d, J=7.5 Hz), 
5.06 (2H, bs), 3.98 (2H, t, J=5.5 Hz), 3.02 (2H, bs) 0 

tli4 (5 3) 

5 (4-^nn7i^) (3-^ hp- 4—7 =c / ^i/^=f-JVy zft 

H 2 N\ 



TLC : Rf 0.34 (Ti? f> ^ h y : tK= 2 : 1, reverse phase) ; 
NMR(CDC1 3 ) : 5 7.90-6.88 (12H, m), 5.14 (2H, s), 3.90 (2H, t, J=6.3 Hz), 2.98 
10 (2H, bs) 0 

H«i]4 (5 4) 



T L C : R f 0.35 (Tir h — h V iV : 7K= 3 : 1 , reverse phase) ; 
NMR(CDCl 3 +d 6 -DMSO(10drops)) : 5 7.75 (1H, d, J=7.0 Hz), 7.72-7.48 (3H, m), 
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7.42 (1H, d, J=8.5 Hz), 7.30-7.06 (4H, m), 5.98 (2H, bs), 4.20-3.88 (2H, m) Q 
IMLi (5 5) 

(4-^ nuy ^^/U) (4-^=f-7Vi~y^-jU-l-4^) 2-7 

5 



T L C : R f 0.34 (T"fe b ~ b V As : zk= 3:1, reverse phase) ; 
NMRCCDCla+dg-DMSOClOdrops)) : 8 8.21 (1H, d, J=8.0 Hz), 7.88 (1H, d, J=8.0 
Hz), 7.58 (1H, d, J=6.0 Hz), 7.35 (2H, d, J=7.5 Hz), 7.32-7.12 (3H, m), 7.05 (2H, d, 
10 J=7.5 Hz), 6.32 (2H, bs), 4.08-3.65 (2H, bm), 2.94 (2H, bs), 2.60 (3H, s)„ 

l^Mi (5 6) 



15 T L C : R f 0.58 (Ti? b — b V A* : tK= 2:1, reverse phase) ; 

NMR(CDCl 3 +d 6 -DMSO(2drops)) : 5 7.40-7.05 (9H, m), 3.62 (2H, m), 2.78-2.50 
(4H, m), 1 .98-1 .78 (2H, m), 0.82 (2H, t, J=8.0 Hz)„ 





mmm* (57) 
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(3, 3-i^y^^/u-yuh°M yaL-/isfo$m 




T L C : R f 0.64 (Tir h ~ h ] J A* : 7k= 2:1, reverse phase) ; 
NMR(CDCl 3 +d 6 -DMSO(ldrops)) : 8 7.38-7.02 (15H, m), 4.16 (2H, bs), 3.92 (2H, 
5 t, J=6.5 Hz), 3.58 (1H, m), 2.82 (2H, bs), 1.85 (2H, m), 0.50 (2H, m) D 

mMM4 (5 8) 



10 T L C : R f 0.54 (Tir h 9 )V : tK= 3:1, reverse phase) ; 

NMR(CDC1 3 , CDCl 3 +d 6 -DMSO(2drops)) : 8 7.79-7.42 (3H, m), 7.39-7.24 (2H, 
m), 7.23-6.96 (8H, m), 6.68 (1H, d, J=8.5 Hz), 5.32 (2H, bs), 3.94 (2H, t, J=6.5 Hz), 
2.99 (2H, tt, J=6.5, 6.5 Hz) Q 

15 Hi 4 (59) 
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T L C : R f 0.34 (Tir h~ hV A* : 7k= 3:1, reverse phase) ; 
NMR(CDCl 3 +d 6 -DMSO(10%)) : 5 7.88 (2H, s), 7.74-6.95 (7H, m), 6.60 (1H, m), 
5.62 (1H, dd, J=17, 16 Hz), 5.04 (1H, dd, J=17, 11 Hz), 3.90 (2H, t, J=6.5 Hz), 2.88 
(2H, t, J=6.5 Hz) 0 



: !l4 (6 0) 



H 2 N. 



2 -7^xf^ 




10 T L C : R f 0.55 (T± h—hVA". 7K= 3:1, reverse phase) ; 

NMR(CDCl 3 (10%)+d 6 -DMSO) : 6 7.38 (2H, d, J=8.5 Hz), 7.31 (4H, m), 7.14 (2H, 
d, J=8.5 Hz), 6.12 (2H, bs), 3.80 (2H, t, J=6.5 Hz), 2.82 (2H, tt, J=6.5, 6.0 Hz) D 



%A (6 1) 



15 (4-^OP7i^) (4- (1, l-i?*J-A'^A') 7x.~)V) 
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H 2 N 

o 

I 




T L C : R f 0.35 (Ti? h hV )V : zk= 3:1, reverse phase) ; 
NMR(CDC1 3 ) : 5 7.38 (2H, d, J=7.5 Hz), 7.27 (2H, d, J=7.5 Hz), 7.12 (2H, d, 
J=7.5 Hz), 7.05 (2H, d, J=7.5 Hz), 6.04-5.60 (2H bs), 3.79 (2H, t, J=6.0 Hz), 2.83 
5 (2H, t, J=6.0 Hz), 1 . 1 8 (9H, s)„ 

gUfefllU (6 2) 

(4-^op7x^v) (4-3 — yy^~)V) frvm 2-7^y^ 

H 2 N. 



i 




10 T L C : R f 0.58 (T*fe b V ^ : tK= 2:1, reverse phase) ; 

NMR(d 6 -DMSO) : 6 7.49 (2H, d, J=7.5 Hz), 7.35 (2H, d, J=8.0 Hz), 7.18 (2H, d, 
J=7.5 Hz), 7.14 (2H, d, J=8.0 Hz), 6.14 (2H, bs), 3.73 (2H, t, J=6.5 Hz), 2.82 (2H, tt, 
J=6.5, 6.0Hz) o 

15 (6 3) 

(4-^nP7i^) (1, l'-\?y*.~;V-2 — f/V) i^^Wi 2-T 
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T L C : R f 0.36 (Ti? b ~ hV JV : tK= 3:1, reverse phase) ; 
NMR(DMSO-d 6 ) : 8 7.69 (1H, d, J=7 Hz), 7.1-7.3 (5H, m), 6.9-7.1 (7H, m), 5.6- 
5.8 (2H, br), 3.49 (2H, t, J=6 Hz), 2.69 (2H, t, J=6 Hz) Q 

5 

(6 4) 

(3 -try 7i=M!)i 2-7^/^^ 

H 2 N 



T L C : R f 0.09 (Sftjfezc^vl' ^ % J ^-)V— 1:1, borinic acid) ; 
10 NMR(pMSO-d 6 ) : 5 8.50 (1H, s), 8.23 (1H, d, J=4 Hz), 7.68 (1H, d, J=7 Hz), 7.36 
(2H, d, J=8 Hz), 7.0-7.2 (4H, m), 6.05-6.25 (2H, br), 3.75 (2H, t, J=7 Hz), 2.85 (2H, t, 
J=7Hz) 0 

Hfeffi]4 (6 5) 



15 ( 3 - fc° U (4-^P7i^V) fcVm 
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TLC : R f 0.09 (gftgo^/V' : / 9 J — 1:1, borinicacid) ; 
NMR (DMSO-d 6 ) : 8 8.43 (1H, s), 8. 18 (1H, d, J=5 Hz), 7.57 (1H, d, J=8 Hz), 7.30 
(2H, d, J=8 Hz), 7.12 (2H, d, J=8 Hz), 7.06 (1H, dd, J=8, 5 Hz), 6.0-6.3 (2H, br), 
5 3 .68 (2H, t, J=7 Hz), 2.76 (2H, t, J=7 Hz) Q 

^»!i4 (6 6) 




10 T L C : R f 0.33 (Ti? h — hV fls : 7K= 3:1, reverse phase) ; 

NMR(CDC1 3 ) : 8 7.41 (2H, d, J=5 Hz), 7.10-7.25 (16H, m), 4.7-4.9 (4H, br), 4.42 
(4H, s), 3.68 (4H, t, J=6 Hz), 2.4- 2.6 (4H, br) 0 



mmtfu (6 7) 

15 tr* [4- ( (2-T ^ h^rvO y^^^V^) ^<:/vM ^—T^ 
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5 



T L C : R f 0.34 (^f"^ : g^^fvl^ 1:1) ; 

NMR(CDC1 3 ) : 5 7.40-7.29 (m, 8H), 7.16-6.96 (m, 10H), 6.03 (bt, J = 7.0 Hz, 4H), 

4.36 (s, 4H), 3.74 (t, J = 7.0 Hz, 4H), 2.80 (qnt, J = 7.0 Hz, 4H).„ 

HjfefflU (6 8) 



[4- [ (2-T5 y^^])/U] ^<l/i?jU] [2- [4- 

,NH 2 




10 T L C : R f 0.38 (Ti? h - h V : tK= 3:1, reverse phase) ; 

NMR(CDC1 3 -CD 3 0D) : 8 7.0-7.2 (18H, m), 4.43 (2H, s), 3.80 (4H, t, J=7 Hz), 
3.65 (2H, t, J=7 Hz), 2.84 (2H, t, J=7 Hz), 2.75 (4H, t, J=7 Hz) 0 



(6 9) 



15 [2- [ (2-7^/^r^f) [2- [4- 
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T L C : R f 0.36 (Tir h = hi) )V : zk = 3 : 1, reverse phase) ; 
NMR(CDC1 3 ): 5 6.9-7.5 (18H, m), 4.3-4.5 (2H, br), 4.22 (2H, s), 3.78 (2H, t, J=7 
Hz), 3.68 (2H, t, 1=6 Hz), 3.34 (2H, t, J=7 Hz), 2.79 (4H, t, J=6 Hz), 2.4-2.6 (2H, br), 
5 1.83(2H,br) 0 



2 — y^y ^ciyy ^^/vtfv^i 



HO^OH 




10 iyy^^/u^—r-ju (0.85 g) &Mfcy h7t Kn77V (20ml) 

A¥U 0°C^^SPL7c o M^tn-^Df^ (1.6M, 3.1ml) 

mi) ^d^, m.mzx2 9$m$t&vtz.o fcj&M&mz.iNim*Mx., m 

15 &l,X&t>init&fe&i'y ftfjvtty Y^yy^i — : 

^f-^=l : 5-»l : 3) fct»»LT, #T©*W4*fe#-t"S«Wb* 
lb (3 0 4mg) fc#fc 0 

T L C : R f 0.57 (ft-g^r^ : ^f-y= 1 : 3 ) 0 
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6-^^-2- (2-7x/^7x^V) -1, 3, 6, 2-i?tt*S 



5 ##«3«Lf:M (3 0 4mg) Sr^y—A- (10ml) 

#U (16 9mg) £7JB;u MKT 1 BtWltttLfc. 

^i^®*tts urom^^-t^um^m (4 0 3m g ) sr#^„ 

NMR(CDC1 3 ) : 6 7.76 (1H, dd, J=7, 3 Hz), 6.7-7.3 (8H, m), 4.01 (2H, t, J=7 Hz), 
3.92 (2H, t, J =7 Hz), 3. 13 (4H, t, J=7 Hz), 2.64 (3H, s) 0 



^#M4T?5BSb^b^* (0.43 g) St&StKt- h7t Kp77^(,1 0ml ) 
15 fc$fl?U - 7 8W*Plfc, TA'^SOT&Ts n-^A-JJ^** (1.6 
M. 0.88ml) illttuUFWtf:. RJfca^Wfc*** 

h JJ ^ f-A- (0.18m 1 ) SrJB*., Sfitt 3 B#^Jt^ Lfc 0 Rjfca-S-W- 1 N 
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e>n*NfcL-r\ & t T<D®&m&&'tz>*mw{k&m (8 7 mg ) &#fc„ 

T L C : R f 0.64 (g^lt^ : ^^rf-^= 1 : 1) ; 

NMR(CD 3 OD) : 5 8.09 (2H, d, J=8 Hz), 7.58 (2H, t, J=8 Hz), 7.32 (2H, d, J=8 

Hz), 7.22 (2H,t, J=8Hz) 0 

##15 

1- (4-^dd7i^) -1- (2-yn^E-^cc^/V) 

Br OH 




2-7'o ; E-^yX7/V7 s t K (1ml) Sr ^^/i/m— tvw (20ml) 
10 fcl^fi? U - 7 8°C^*PLfc 0 M^C4-^P7i=/W^i/ 
^7*oU' (iM^f;^-f/^is 9ml) §rAP^, PligJEfcT 1 

is (ommm^-r^wMi^m (2.50 g > &#fc 0 

T LC : R f 0.62 (l^^/V : 1 : 3) . 

3- (4-^ PP7i^/V) -2, 1 -^^y^r^u— /U- 1 ( 3 H) - 

20 
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5 -eSSii Lfc^-^t) ( 5 0 8 m g ) & ^fvl^—7VV (4ml) 

\mmu o°c^*pufc 0 R^m^m^n-^f-^v^^ a.6M^f- 

y$m. 2.5ml) Sr«TU RmftfcTSO^IWJWUfc. 
tm. V y (0.70m 1 ) £-7 8 °C^T^PXL. ^i&fcT 3 H$KI8fc# bfc 0 

5 M^^lNil^Pi, ftK3c^-^^f-^©S^«aSE (1:1) 

*t-5*JSft:^» (3 8 5mg) £r#fc a 

TLC : R f 0.45 (i^^/k : ^^rf"^= 1 : 2) „ 

10 

mmme 

1, 3 -If* (4-^nn7x-/k) -1, 3-i?bKn-2, 1 — 




15 ##f!l6-CM^Ufc{b^ (2 3 1mg) ti*f f7 t Kn77^ (3 
ml) £$#?U -7 8lCl:JWtfc, ^t»^4 nn7x^^ 
^7"p5K (lM^f/Vx-r/^ 1.5ml) SrflUx., Ifi(-T3 

20 i/y*7 , ;^7A^n-7b^77^^ttiut, OTot/^^^-rs 

♦JMHt^Mfc ( 1 5 1 m g ) £#fc 0 

T L C : R f 0.65 (^f-f-y : mB^^= 3:1); 
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NMR(CDC1 3 ) : 8 8.16 (3H, m), 7.46 (4H, m), 7.38-7.18 (5H, m), 6.40 (1H, s) G 
MMM 1 

5 jfc#«rMrl-Steffl l 0 0 

• If (3-^ap-4-^f;l/7i-;l/) ^!7^ 

$ / ^=}-;V 5.0 g 

• ^;V^^y^^-;V^;vu—^^3^y^J^ (MWM) 0.2g 

• ym^?^>$& mmM) 0.1 g 

10 • ^ftiiji^n— x 4.7 g 



■r-DT^yM^mu ^fetiu^ftjftu i7y7°;^20mg©^ 

15 ttM^tt5T>7°/H 0 0:££#fc o 



2.0 g 



20 g 



500m 1 
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it # <o m m 

l . Htt* ( I ) 

R 1 



O 




0) 



5 (5£<K R 1 }* (l) TkifBi^s 

(2) - (CH 2 ) n — NR 2 R 3 nttl~3<E>gE$c£rS:fc>U 
R 2 *5j:^R 3 («^M!fei£bT. zkfM3\ C1~4 7/^K C5~6 

5 ~ 6 M^>^«*^^^^ U 

io - (ch 2 ) n -*<D&mmtt. i~2m<DR 4 -?w&£far^xh£<s £ 

t-^*gt& «t Ol»gtte 1 ~ 2 R 7 T« $ *LT WT J: < N 
R 4 ft (a) C 1 ~ 8 T)V$rjV, (b) tf/Hfl^V/K (c) C 1 ~ 4 7^=* df- 
^-/K (d)^K (e)C5~6«» (f)^T~vV (CI -2) T 
(g) C 5 ~ 6 Of i^*itIi$JlTV^5 C 1 ~ 6 (h) 
15 4-^nn7i7 ^S^itJfe&ft-CVSC 1~27/^;K ^fctt(i)^ (C 
1~4 7;^/H ,/T?|t&&;h/"CV*5C l~4 7;W^t. ) x 

(3) C5~6<D^^if?^T*M&£;JxTV^C l~6T/V3vl'fc£V^C 
2~6 7/^/^tt) U ^f^ft 1 ~ 5^CDR 7 Tg^$tlTV^Tt> «fc 
<s^lc|Cl~6 7VV=3r^$>5VMtC 2-6 T/^^/Wi l~2i®R 1 

20 °-eW&£tv-cv^%J;<s 

(4) 5 ~ 6 M(Df C 1 ~ 6 T)V^r)Vhh\^C 

2 ~ 6 t/i/^^^^*^ u w&&mz 1 ~ 5 mo r 7 n-cv^ t> £ 

<. $ ^>^C l~6T/V^fc5V^ftC 2~6T/^^/Hil~2^©R 1 

101 



WO 03/033002 



PCT/JP02/10534 



R 10 fiC 1 ~4T/^/^fc{iC 2-4 7;^= /t'Sr^frU 

(5) — CHR 5 R 6 (£tK R 5 *5J:t>*R 6 f»tLm^LT, 
(i) C 5 ~ 6 ©^»^*SH, 

5 (ii)5~6M0^m»^ 

(ho c 5^6(D^mmmmx^m^fix^^c i -er^^fcav^c 2 

(iv) 5~6M<^^»^"C«$tbTV^C 1~6 7^^S)5V^C2 

10 $b^^m^*3J:^»^«i~5j®OR 7 -egm^nTV^ 1 bJ:v\ ) , 

(6) 5, 6, 7, 8-7b7tKn^!J^-8-'f^t?U 
R 7 li(a)C 1~4 T/l^K (b) C 1 ~ 4 = 3^ (c) n tfyffi^ (d) 
C F 3, W=fBv(6C5~6 (g) C 5 ~ 6 4>¥flt£i*flM* 

15 lttfcCl~47M;K (h)7 5A (i)-NHCO (Cl~47/^) , 
£fcft(j) C 1 ~ 4 7^3 ^^/^^^^it? t, 
GttCy c llifcttfc Kn^&^frU 

Cyclic C5-1 0©^atabSV^-H^5|fai, ffci45~10l© 
20 ^g&StLT^Tfc.fc^ 

25 (a)Cl~47/^K 

(b) C2~47/^/K 

(c) C 1~4T^^ 
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(e) -CF 3> 

(f) C 1 ~ 4 T)V^r)V=f-ir^ 

(g) T^/. 

5 (h) (Cl~47;^) T^S, 

0) (c i ~ 4 r r ^ >\ 

10 (m) fc K n ^ V ( C 1 ~ 2 ) 7Vl"*7K 

(n) (C5~10Oflfe5VMj;Zi(Z)^) -O- (Cl~2) T/^/K 
(o) c l ~ 4 7;i/='^v'^/^-;Hf-;K 

(p)-O- (Cl~27;^l^y) -7i^ (^7cc^/Hil~3#lOC 1 
~4r^=^^"eil^$tt"Ct>«tV\ ) , -0-CONH-7x^ (g^ 
15 i ^/Hi 1 ~ 3 C 1 ~ 4 T/>^^, ^bntfc(j:Cl~47;i'3^ 

/i^~/^»£ftT^T^<kv\, ) x fc6v^^i-o-coNH- (ci~ 

4) T/V-^/W (^T/V^/Vfil~3ia©C 1~4 7/^K ^/M^S'/H; 
fcfiC l~4r/^-^ :3 ^^/^^/^-eS^^^^TV^Tt> <fcv\ ) ^feSiffix 
5l}aottt$^TV^Cl~27;l'= 3 r;K 
20 (q)7x=/l^t, 

(r)-CON (C1-4 7W) 2N 

(s)-S0 2 N (C1~47;W) 2N 

(t)Cl~4 7/^^ (Cl~2) T/^/K 

(u) C 1 ~ 4 T/U=2 ^ /P-^-^r (C 1 ~ 2 ) T/t^/K 
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5 R 8 RX$R 9 4p<Dfcm^ eye l&cfctFc y c 2 « 1 ~ 2 {|H<£>R 7 

J: < , £ R 9 £ R 1 0 tt— ft o T^r££^;b LT t> «t < , 
p (4 1 ~ 4 <r>W8&Wo U 
q 1 ~ 4 ©ffiRS:^*? U 
10 r(il~4 0l|l:il?U 

©Cl~4 7/^vy^f 0 
15 ^A»«±WHfWSI. 



t. 
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3. =r h77x=^n^VKftfM^i UT^tl> ^fife*7^v"7 

4. (I) ^&ft3#!7*fc£*fl^ 

5 (1) (3 — 7 n p — 4 — ^^vi^a^/i") (A-^^-J7V^-^-i/^=f-;vy « 
=-;V) #c|7^ 

(2) (2-^31^X5/^/^^^^^-^) ^^^^'7^ 

(3) (4-^pp7i-/V) *!7^s 

(4) (4-^P7i^) (4- (4-p« y^r-y^yV')Vir^rV^^-jV) 
10 7x^) 7fr<7^ 

(5) (4-^nn7x^/l/) [4- (1, 2, 3, 4-ff7tKPt7f 

(6) (4-7nc7x-^) [4- (2 -:7x.~A-cc f^vO ^^^^^ 
;l/J 7}n«7^ 

15 (7) [4- (v^ u^^siV-fr^st^As) 

(8) (4-^PP7x^) [4- (^b^i^^) ^^^/V] ft 

(9) (1, l'-lf7a:=^-4— [4- {'<l/i?A'tt*/* ^/U) 7 
^~)V\ 7j^!7^ 

20 (10) (4-^ Dn7x^/V) (3- (^^^t^v'^f^) /fr 
•7^> 

(11) (3, 5-^no7xn;l/) (4 -^Vvvl/^v^ J-;V7 x.^-;V) 

(12) U-T^^^/V) (4- {^SitjVjr^tJ-M 7zz.~M ft 
25 «7* N 

(13) U--7UU7^^-;V) [4- (2- (7x^7U*/V^^ 
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(14) (4-^pp7i^) [4- (2- (;* Y^y-tuv^/v^-**/) m 

(15) (4-^nD7x^) [4- (2- ( (2-^f;I/-4--bD7a 

5 (16) (4-^PD7x^) [4- (2- ( (3, 5—5? h^v^/l^ 
^zn^/W T^/^/^-/^^) ^fvl") 7^-^] *<7^s 

(17) (4-^po7i^) [4- (2- (l-^h#^M^-2- 
tftVfu t e ;U%/W<*:4 frtti/) ^j\>) 7^^V] *7$L 

(18) tf* [2- (tKn^7i-/^!)^) ^<^v7K] r/K 

10 (19) 1, 4 -If* (4- (t Kn*5/7x=;^U/l') 7^7^) T^f* 

(20) If* [4- (fc Fn^rV7x^!)^) ^^vM 7VK 

(21) If* (3-^pp-4-^Wi=/V) ^7l^ 

(22) tf* [4- (2- (^ b ^v^/l^-Zl') 7^~)V\ *<7^ 

(23) tf* (3-^PP-4-^f^7x^) 2-v'^n^^vvl' 
15 7^7 x.fvK 

(24) (4-MJ7^tD^Wxn;l/) 7j^t)i 2-7^7xf;K 

(25) ^v^n^^/I^?^ 2-757xf;K 

(26) tf* (4-^no-2-^/V7s^V) 2-7^7xf/l/, 

(27) tf7 (4-^W^^M^7x=;l/) 2-T5;/^ 
20 fvK 

(28) If* (2-^ 2-75/xf;K 

(29) tf* (4-7pp-3-^Wx^;1/) 

(30) If* (3-^on-4-^Wi^) *7@l 

(31) tf* (3, 5-v?7nn7x^) #7@t 2-T^/^fvK 

25 (32) If* (3-^on-4-^Wx^) 2 — t°U vvM^/K 

(33) If* (3-^nn-4-^f/V7i^) 2-v^^T^/ 
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(34) tr* (3-^ nn-4-^Wxn/i/) #!7^ 

(35) bf* (3-^no-4-^Wx^V) *fr!7^ 2- (7^-;I^T 5 
/) xf/K 

5 (36) (4-^on7x^) *>>i 2-r$y-4-^'T^v J y- 1 

(37) bf* (3-^on-4-^Wi=/V) ifrVB. 2- (^y^7 5 
7) 

(38) bf* (3-^DP-4-^W^/V) *>7^ 
10 2, 3-by7y-^-4-^^) ^f/K 

(39) tr* (3-^nn-4-^f;l/7x^;l/) 2-7^/1-- 2- 

(40) bf* (3-^ nc-4-^Wx^) #!7ift 2- (bT^v 5 ^- 
15 (41) b** (3-^DD-4-^f/V7x- yl/) tJn>7^ 2- (7f/W7^y) 

(42) f;* (3-^D-4-^Wx^;l/) *!7^ l-7^~/V-l- 

(2-tryv 5 ^) *?vk 

(43) If* (4-^no7x^) 2-757-2- (7 h^;^ 
20 7$~M 

(44) if ^ ( 3 - ^ p p - 4 - 7* ^7^^/^) ft «7g| 1 -^i/v^- 2 - 

(7f^7-;;) ^ttk 

(45) bf* (3-^nn-4-^f/k7i^) l-7x^;l/-2- 
T5 7^^/K 

25 (46) \?X (3-^pn-4-^Wx=/V) ^I7l£ 1— (4-^pp7 

-2- (7^75 7) ^^/K 

(47) bf* (3-^PP-4-^Wx^) *!7il 1 -7x^- 2 - 
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(48) If* (3-^ dp-4-^^7i^) zfc^ 1- (^fvV'T^/ 

(49) If* (3-^pn-4-^f;l/7x^/l/) *!7^ 3— 7^=^—1 — 

5 (2-t 8 !J^) 7°ntVK 

(50) tf^ (3-^PP-4-^f/V7i^V) *«7^ v-^-3-7oi^/V 
-1- (2-t°^^) - 2 -t/p-^/K 

(51) br* (3-^po-4-^Wi^/V) 7$s*ym 1- (5— 

As— 4 —471") - 1 

10 (52) bf* (3-^OD-4-^Wx^) *>7^ 1- (2 — f^^y 

(53) fcf* (3-^dp-4-^Wi^) 1- (2-tfU $W 

(54) tr* (3-i?PP-4-^Wx^/l/) *!7^ 1- (2-bTJJ 

15 -2-7°n^K 

(55) fcf* (3-^nn-4-7^7c 3 i^/V)^ I 7^ l-^f-^-l-(2 

(56) tf* (3-7PO-4-^Wx^) t}ni7^ 1 -7x-=-J^- 1 - 

(2-t^;;7x^) *?vk 

20 (57) If* (3-^nn-4-^Wx^) (IS, 2 R) -1, 

2-757^K 

(58) fcf;* (3-^pp-4-^Wi^) zfr7^ (1R, 2 S) -1, 
2-^7x^-2-7^/^/K 

(59) tf* (3-^nn-4-^f^7s=/l/) tfs7@£ l - 7 c^/l^- 1 - 
25 (t°7v ? y-2-^/W pifvK 

(60) fcf* (3-^do-4->Wj^) 7^7^ 1- (v^ =f-)VT ^ 
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(61) tf* (3-^po-4-^Wx^) frtm 1- (t°7^~ 
3 -l-7x^/Mf/K 

(62) tr* (3-^dp-4-^Wi^V) Jfc^S! 1- (4- h 1 ; 
5 (63) tf* (3-^pd-4-^/^x^) 1- 

(64) (4-^nn-3-b!J7/^n^f;i/7i^) 2-T 

(65) If* (3-^pp-4-^Wi^) 1- (3-^npfc° 
io -l-7i^/Mf/K 

(66) If* (3, 5-v* (MJ7/^D^f^) 7x^) 7fr!7ifc 2-T^ 

(67) If* (3, 4, 5-fP7;^n7s=/V) #»7^ 2-757^f/K 

(68) fcT* (2, 3, 4-fP7/^07x^) 2fc«7g£ 2-7^/^vK 
15 (69) t** (3-^PP"4- (1, l-v^^^vV) ^-/V) #!7ife 

(70) If* (3-^PP-4-^Wx^) Jfc!7BI 1- (4-^fPk° 
V i?l/-2-4 M -1— 7*^f^ 

(71) If* (3-^pp-4-^Wx^) *>7^ 1~ (4-7^^^ 
20 -l-7x^;Mf/K 

(72) If* (3-^T3i3-4-^^7 3i-^) 7ft!7^ 5, 6, 7, 8 -X 

(73) (4-^ PP7x^;l/) (4-^pp-2-^ f^77x^/V) 
2-T^/^vK 

25 (74) (4-^Dd7^^yV) (1— ty^-fr) -foVWi 2-T^y^/K 

(75 ) ( 4 -^pp 7s= ;v) (l, l»-l?7*=/l/-4— 1W) *!7^ 2 
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(76) (4-^nn7x^/V) (3-^op-4-7*/^ Wa^) 
*<7^ 2-7 5/^/K 

(77) (4-^ PP7i^) 2- 
5 (78) (4-^aa7x^) (4 -tf-Asty^A'- 1 — f AO 2 

(79) (3-7x^7°atW) 731^*17^ 

(80) (3, S-^i^n^) 731^*7^ 2-7 5;xf^ 

(81) (2-731^^7 31^^) 7*=/^7il 2-7 5/^/K 

10 (82) (4-tf~^7oi~>^) (3, 4-^PP7j^) 2-7 

( 83 ) (4_^ p ^7 x -/u) (4— ^dp7i^) t^^SI 2—75/^ 

(84) (4-^ PD7x^) (4- (1, 1-v^^^A^A) 7x^) 

15 fcvm. 2-7 5 y^^K 

(85) (4-^PP7*^) (4-3— K7i=;V) 7fc«7^ 2-75 

(86) (4-^PP7x^/V) (1, 1'- If 7 31^^- 2 — < )V) ifrV&t 2 

20 (87) ( 3 - fc° P 731^71/7^7^ 2-7 5 /^/K 

(88) (S-fcTJJiW (4-^PP7i^) 

(89) tf7 [2- [ 7x^!);l'] -<7vv7| 
7vK 

(90) tf* [4- ( (2-75/xb^) 7x^!)/H ^7vM 
25 7/K 

(91) [4- [ (2-75/^1^7) y^-fr^DM ^7"7/k] [2- [4 
- [ ( 2 - 7 5 / ^ h =¥-7) 7 3i P/V] 7 3i ^)V\ ^-TvK 
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(92) [2- [ ^sit/V] [2- [4 

(93) 1 0 H-7 x / Jj? D y- 1 0 

(94) 1, (4-^dp7x=/U) -1, 3-v ? fcKn-2, 1 — < 
5 /K 

(95) tf;*:7^/l^>7^ 2, 2-v^^vU- 2-T^y^7K 

(96) tr^^n/l^^H 2 - fc° J> vVl^ ^/K 

(97) fcf* (2-^^7^^/W) 7j^t>^ 2-T^/^fvK 

(98) tr* (4-^PP7x^) 2-T^/^/K 
10 (99) (2 f^i/7x^) ^py|, 

(100) (4 - f P ^ Wx=;i/) yi, 

(101) (2-^ai^/^^-^^^/l/) Tj^n^^ 

(102) If* (1-^-y^/W *>7^ 2-7^/xf;K 

(103) tf* (4-7/U^-n^^^/l/) /ft^H 2-T^/^^-;K 
15 (104) fcT* (3-p<^/^^^) *>7^ 2-757xf;K 

(105) « (1, l'-lf7ai=/P-4— <A0 *!7^ 2-T^7xf;K 

(106) hf* (3-^np^^n/V) *t7^ 2 -T$y^7K 

(107) If* TfrVm 

(108) bT^ (3-M)7^to^f^7x^) 7ft £S6 2-757xf;K 
20 (109) (4-^PP7x^) -7^~>V7Srs^ 2-T^/^/K 

(110) fcf* (3, 4-^DD7x-;l/) /fr!7^ 2-7^/xf/K 

(111) p-7cc-l/>« (^oi^/^^Sfe) tf^ (2-75/^^) 

25 

5. HI*©$6H 1 tlBit©— jRst (I) T^$tL5*»>*ft^»*fctt-€:tt 
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km, m*<DW#u&, m&ttMT/i'y'^^-m<D^®&£xf/&ftnm 
mm, 

5 6. (1) (3-^np-4-^f;V7i^V) (4-'<yv 5 ;^^v'^^ 

(2) ( 2 - v^xf ;V7 5 / ^;V/j?^/I/7 xn;U) T^-A-*^^ 

(3) (4-^DD7x^) (4 -^■^-J/U^-^y^f'/Uy^^U) tfs$Wt s 

(4) (4-^PP7x^) (4- (4-^ Y^y^Viz/Vir^r^^^/V) 
10 Jfc*7g£ N 

(5) (4-7HP7x^) [4-(l, 2, 3, 4-fh7tKnt7h 

(6) (4-^nn7x^) [4- (2-7x^xh^;/) ^^/l/^cn^ 

15 (7) (4~^on7i^) [4- (v^ o^^v'/^v'^ ^7U) 7x^ 
A'] *!7^s 

(8) (4-^PP7x^) [4- CT^^v^^) *>7il x 

(9) (i, i'-tf7^n^-4-^7V) [4- (^yVsvar^yt y 
20 do) (4-^p7x^v) (3- {^y^jvir^yt y^~;v) * 

(11) (3, 5-^pp7x^;V) (4--<^v J ^dr^^^/V7^^7l^) 
*!7$> 

(12) {A--fu^y=c^jv) (4- (^^/Kt^i^^vi') 7^^/u-) afc 

25 r>^ N 

(13) (4-^pp7i-/1/) [4- (2- (7x^;l/T^;*^feW 
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(14) (4-^PP7i^;V) [4- (2- h^i'XA'tf^/l'tti/) ^ 

(15) (4-^D7x^V) [4- (2- ( (2-^;U-4--fn7x 

5 (16) (4-^P7x^) [4- (2- ( (3, 5 — b^rV^/UafE 
-/!/) 757 ^M'^/l/t^^) ^^) ^^nyv] zfc£Sfe N 

(17) (4-^n7i^/V) [4- (2- ( 1 2 - 

(18) If* [2- (kK0^77x-^!)/k) ^Vi^/U] cc— x/K 
10 (19) 1, 4-tf* (4- (tKn^rV7x^!J;l/) ^^y^i/) 

(20) tf* [4- (kKn^7x^U^) x/K 

(21) If* (3-^nn-4-^f/l/7x^) Jfr!7^> 

(22) If* [4- (2- (7 f>^#/W£~A-) yf^jV) 7 =c~)V\ *!7^s 

(23) If* (3 np-4-^f;l'7i^) J^!>R 2 -v^ P^3r$//l/ 
15 7 5/ 

(24) tf* (4-M)7^tD^f;l/7x^) *!7^ 2-T57xf;K 

(25) xi^vfjvfrtr&L 2-T^y^/K 

(26) If* (4-^Pti-2-^^7x^V) 2-T^/^^K 

(27) If* (4-^f;I/7 5 /*^-/U^7 31^/1^) 2-757x 

20 

(28) If* (2-^7^/U) /J^!7^ 2-7$/xf^ 

(29) If* (4-^nc-3-^Wx^) *!7^ 2-75/if;K 

(30) tf* (3-7nn-4-^Wx^) *!7^ 2-757^f/K 

(31) tf* (3, 5-^nn7x^) Tfr^gfc 2-75/xf/K 
25 (32) tf* (3-?X2V-4-*^Jl'7^~/l') ft^m. 2 - 1° JJ vVl^ 

(33) tf* (3-^pp-4-^Ws^) 2-^W5 7 
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(34) fcf* (3-? aD-4-^f^7i^) -fr^W. 

(35) bf* (3-^DD-4-^f;U7x-/V) 7fr$m 2- (7x-^7^ 
5 (36) tf7 (4-^aP7iX/U) 2-7^-4-^7^-1 

(37) If* (3-^on-4-^/l'7i^) fcVW. 2- (^7^7 5 
y) oc^vk 

(38) tf* (3-^no-4-^Wx-^) *!7^ (3-^0-^-1, 
10 2, 3-h!J7^-4-^/V) y^/K 

(39) a (3-^dD-4-^f/V7i-^)^7l 2-7^^/^-2- 
7^/xf;K 

(40) fcf* (3-^nn-4-^^7x^) zfr!7i! 2- (t^^v 5 ^- 

15 (41) a(3-^PP-4-^f^7x^)^7l 2-(7"W^7) 
^/K 

(42) If^ (3-^ nn- 4-^^/1^7^-/1/) 1-7j^- 1 - 
(2-fc°yv7^) ^^/K 

(43) bf* (4-^on7i=;V) 2-7^7-2- (;* b^vofr/l^ 
20 Tjf— /V) 

(44) 1^7 (3-ynn-4-^ Wxx^) *<7^ 1 — <^v7P- 2 - 
(^^T^7) ^^/K 

(45) lf7 (3-7PD-4-^ Wx-;U) 1-7^^/1^-2- 
T 5 7 JtfvK 

25 (46) bf* (3-^DD-4-^f^7x^l/) #!7^ 1- (4-^PH7 
*J**s* s f')V) -2- Mf/V7 5 7) 

(47) If* (3-^pp-4-^Wx^) TfrVB. l-y^~;V-2- 
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(1- tV< 4 — (jut^/) at^/K 

(48) fcf* (3-^on-4-/f;l/7x^) *!7^ 1- (^W^y 

(49) If* (3-^ a cz- 4-^^/1-7^^/1/) 3-7^^/1—1 - 
5 (2-K°})i?jU) yntVK 

(50) t?J* (3-^nn-4-^^7^^^) tJn>7^ ^-3-^3,-^ 
-1- (2-k°y^) 

(51) tf* (3-^nn-4-^f;V7x^) /J^g? 1- 
5: A-^;v) -i~y=c ^vk 

10 (52) If* (3-^Pn-4-^^7oi— /P) 7ft!7^ 1- (2-^f^V 

y - 1 -y^ -jv^ J-/U s 

(53) tf* (3-^na-4-^Wx^) l-(2-t°]j^) 

(54) \?X (3-? ux2- -fcVm. 1- (2-tT U^/P) 
15 -2-7 t n^/K 

(55) hT* (3-^PP-4-^^^7rc^/l/)^r>^ 1 _^^_ 1 _(2 

(56) (3-^DD-4-^f/l'7x^l') 1 1 - 
(2-T^/7^^/P) y^vK 

20 (57) tr* (3-^PD-4-^^/^cr^yk) ^»7^ (IS, 2R) -1, 
2-i?7aL~jU- 2-T $ 7xf;^ 

(58) h** (3-^nn-4-^f;l/7x^) /fr>7i? (1R, 2S) -1, 

(59) If* (3-^np-4-^f^7x^) ^!7^ i-7 x -^-i- 
25 (t°7^^-2— r^o *?7K 

(60) bf* (3-^pp-4-^f;^ I -;i / ) tf^H 1- (^W^ 
y y ^/V) - 2 - >>y J-J^T 5 / oc^vK 
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(61) \?x (3-^nn-4-^ ^/U? ft^m. 1- (t°7^- 
3 — (M -l-7i * fvK 

(62) If* (3-^do-4-^^7x-/P) *£gg 1- 
to^f;U7x^) -i - (2-t°yvv^) ptfvK 

5 (63) hT* (3-7na-4-^Wx=;l/) ^>7^ i - (4~T±f-/U 

7^y) 7^~^-i- (2-fy^) ^^-/K 

(64) (4-^an-3-l>!)7;l'tD^f/l/7j^) 2-7 

(65) If* (3-^op-4-^f;V7ix/i/) ^17^ 1- (3-^nnlf 
10 y 2 — f/V) -l-7j^f;K 

(66) tf* (3, (M)7^tn^^) 7 x.~;V) 2-7 5 

(67) tf* (3, 4, 5-M)7/UtD7x-/l/) *^7g£ 2-7 5 7^^7K 

(68) If* (2, 3, 4-MJ7;^D7x^) ^17^ 2-7^/if;K 
15 (69) If* (3-^dd-4- (1, 1 -v^^vL-m^v^) 7^^/I^) 7ft!7^ 

(70) If* (3-^n-4-^f^7x^) ^17^ 1- 

(71) If* (3-7no-4-^f^7i^) 1- (4-7n^fc° 
20 y 2-J;V) - l 

(72) If* (3-7Dn-4-^f/l/7x^;k) *!7^ 5, 6, 7, 8 — r 

(73) (4-^no7x=;l/) (4-^np-2-^ h^7x=;P) 
2-7 5 7^^/K 

25 (74) (4-^BP7i^) (1—7-7^) *|7^ 2-7^y^VK 

(75) (4-^PP7x^) (1, i>-\?7 4-4 SI") ft^B: 2 
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(76) (4-^po7i^/1/) (3-^an-4-7x;^f^7i-/V) 

(77) (4-^nD7x=/P) Ky^f7^-2--f^) *?!7^ 2- 
5 (78) (4-^nn7i^) (4-^^/W-7^-/l/-l-^/l/) 2 

(79) (3-7x^o fcVU) 7 3i=/V-*»7ife 2-T^/^5vK 

(80) (3, 3 -v 5 Vzc^Vrf o fcVu) 7a=/^i7^ 2-7^/xf;K 

(81) (2-^^y *c*/7^~jV) 7x.~jUft$m 2-7 57xf/I/ N 

10 (82) (4-k^7ir:;H (3, 4-^an7i^) ^!7^ 2 — T 

(83) (4-^n^7rr^^) (4-^PP7i=/V) *"7^ 2~T^/^ 

(84) (4-^nP7x^/l/) (4- (1, 1 t^/V^J-jV) 7x^) 
15 *<7^ 

(85) (4-^nD7x-/I/) (4 - 3— K^o^/U) *!7^ 2-7?/x 

(86) (4-^PD7x^) (l, l , -\fy=c=^/P-2-^;U) ft^m 2 

20 (87) (3-bTJJi?/U) 7x^*71 2-7$yx^ 

(88) (3-t°Pv?/l/) (4-7do7x^) 7^t>^ 2-T^/^^7K 

(89) If* [2- [ (2-T^/^fari/) 7ai^7i?y^] -OvvK] 

(90) If* [4- ( (2-T5 7 * ^tJ? y /u) ^^^] 
25 7VK 

(91) [4- [ (2-T^/^bdri/) 7x=/^!J/l/] s<y*?/V] [2- [4 
- [ (2-7^/x h^riX) 7x^1^] 7xx^] ^/i/] zc— 7VK 
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(92) [2- [ -7^-;VT$D/U] y<y*?/l,] [2- [4 
- [ (2-7$ /=■ y^^/^V^l 7xn;l/] ct^/l/] 

(93) i oh-7x; ^f-^y V- 1 0-^"— JK *5<tt>* 

(94) 1, 3-tfX(4-^na7x=^) -1, 3— 1 
5 ^^^^P-7U^feStftt5^!>*{b^^fctt^b©^iS^ 0 
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compounds represented by the above general formula (I) but the compounds 
per ce listed in (1) to (94) in claim 6. 
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case, it is recognized that "inventions of novel compounds and inventions 
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different from each other and not represented by the so-called "Markush 
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relationship between these groups of inventions involving one or more 
of the same or corresponding "special technical features". 

Such being the case, the inventions relating to claims 1 to 5 and 
the inventions relating respectively to the compounds listed in (1) to 
(94) in claim 6 are not considered as relating to a group of inventions 
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It is therefore obvious that the inventions of claims 1 to 6 fail 
to fulfill the requirement of unity of invention. 
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